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(CH^-N-C-CCH^p 
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(CH 2 ) q -G-R' 
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tc33^s^a:n;i/S, c 3 ~c 8 $/*ny/i/3f/i/^ ^M&m&m. 

m*. ftSI©AD^>I?, HKD=Sr^S> Vrjm. -hnl, :*7/l/iK3f£/ 

/i/S, ^/wt^-f ;i/g> c 1 ~c 6 T;i/^;i/S, c 3 ~c 8 i/?n7;b^^i, c 2 

— CgT/l/^T^ /US, Cj—CgT/I/n^rSy^, C^—CgT/I/^/l/^;*-^ C 3 ~C 
5 y/I/*l/>ak C 2 ~C 4 T/1/^U>^-^^S. Cj—C^y/l/^rl^^;*-:**/^ 
, :7ol-/1/^ ^aiyapt/^ ^jcn/l/^^S, 'O^/l/S. ^>^/b^-^t/« 
, ^<>!/>f/l/T^ Jm. C 2 ~C 7 Tftj!j J A C 2 ~C 7 T/1/Zi3f;*7/1/3K— JV 

2, C 2 ~C 7 T/l/*y-r/I/^-^rt/*, C 2 ~C 7 T/P^y -i /VT$ C 2 ~ C 7 

N-y/b^r/l/^/W^-f /I/S, C 4 ~C g N-i/^nT/I/^r/l'^/l//t^>r/l/^ C 
j—CgT/l/^r/l/X/l/^n/l,^ C 3 ~C g (7 JVzUfi/jtj fr^—fr) j*^/l/^ N 

-^ai^/v^7/i//t^-r/i/», tr^y vj jjfrtf-jim. =e;i/*'J/*M-;H 

, l-lfD'J^^^-M, S:-NH (C = 0) O -T? 31*) 2*1 5 2 tiff 
5£:-NH (C=S) 0-T*mt>2tl2> 2ffiffS> T^*, ^7 (C^-Cg 
T/l/3f/l/) *>b<&. ^ (Cj—CgT/l/* /l>) T ^7 ST*fig|$nT 
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R 2 ii. *J5iJ§c^ c 1 ~c 6 T;i/^r;i/S> c 2 ~c 7 y;i/n3rS/#;i//K~;vg, 
, : bL<^ic 1 ~c 6 T;l/3^e/S^c<fcoTMil$nT=b<^:v^ 0 fc>eu j = o© 
kteo~2<D&m.zmtD-t. 

, ^fcttCj—CgT^^i/Sfc^fcu r 4 ^J:o j r 5 ic^3^§c 1 — c 6 r;i/^;i/ 
m*. fttI©An^>^, tiKn^fS/S, */TJm. —hum. iJJl^Zy 

iiA/A^E-i jvm. *x/ijzfbm. vr—yjm, c 3 ~c 8 i/^D7^ 

m. C^CQTfVzi^tym. Cj—CgT^^r;!/^^-*. (&Mm<D'\U >f yMf- 
. fcKD=¥^S, C 1 ~C 6 T;i'=3r;i/». Cj—CgT^zi^rS/S, %L<tt^>^ 

As**i/m. s<>t?ny**cZsJt};n$-)im. C 2 ~C 7 T)l*l j A A>m, c 2 ~c 7 
TJ]/mrt/%)v#—n,m. c 2 ~c 7 T>vi3 ; >( mr*rt/m. c 2 ~c 7 y;i/# ; 4 

JlT^Jm. C 2 ~C 7 N-T)V*r;]s*i)VA : E4 Jim. C^CqT — 
T ^ / 3£» (Cj—CgT;!/*;!/) 7^;l, V (C^CqTJV^JV) 
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Gtt. -CO-, -S0 2 -, -CO-O- -NR 7 -CO- -CO-NR 
7 -> -NH-CO-NH-, -NH-CS-NH- -NR 7 -S0 2 - - S 
0 2 -NR 7 -, -NH-CO-O- £fc{$-0-CO-NH-1:m£>Ztl2>m 

SV%ttU R 7 «R 5 i:v^ob<fc^C^oTC 2 ~C 5 T;l'=^^^'>S$:^LTt;J:^^ 0 

R 6 t±, 7x^ c 3 ~c 8 $/* ny^^i, c 3~ c 6^^ nr;i/^r— ;i/ 

mmm* & i ~3itts ^s^iggt^ £^tfc>u _tia r 6 tc £ ^ * ^ ^ - ;v 

'j7Mn^f^i, Cj— c 6 r;i/^r;i/*, c 3 ~c 8 ^^n7;i/^;i/S, c 2 ~ 

^ ai— jv^/v^-jvm. 3-7i^«?i/>fKi, c 2 ~c 7 r;i/^7>r;i/^ 
, c 2 —c 7 T;i/n^ri/^;i/^;i/S, c 2 ~c 7 y;i/;fc ^ -f ;i/^-^r c 2 ~c 7 
7^;>f^r$;i, c 2 ~c 7 N-T;i/^;v^;i/A ; E-r^/Sv c^Cgy;^ 
^^^jiN^;^, ^x— ;i/^;i/A^E-f n, n-£? (C^Cgr;!/*;!/) x 
nz-pr^jum. r^7«. (c^CgT;!/^;!/) y^y*, p (c^Cg 
Tji*fr) T$;m. s<>i?;iT $ c 2 ~c 7 (rjvu^t/^^-jv) y 
c^Cg (r;i/^r;i/^;i/^-;i/) y^y*. tii<n i^* (c^-Cg 
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C 3 ~C 8 i/^D7;i/=SrJH, C 3 ~C 8 i/^DT;i/>!r-;i/^ /<>^;i/S. 
] 

^^tl^Cj-CgT^^r^in^Sr^^^-rs^ CCR3ii#ffl^f5 

[ff^3] J:|B5£(I)tC;}5^Tk==0^om=3T*;£>.5, 1 gE^ 

©CCR3 $:ttSM 

CM#^4] JtfH^d )lC;fc^Tk = l^om= 3T'feS, flt$£ 1 8B48 
©CCR3 «f«tf^ffl Srftsm 

[»#:®5] _hfB^(I)lC^V%Tk = 2*>om=2T$>§, 1 SB« 

©CCR3 ffiftftsft fc****!**!. 

[»##6] ±fi«(I)»Tk=lfrom=4t**, flt*3Ufi4R 
CDC C R 3 fgjfcflsJS 

5, CCR3^B9^i-s^S©?&^ ; fob<tt^fi&mo 

[•#*'9] 7^^-ttM> Tb^-ttftt*, 
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[0 0 0 1] 

(fc hft&^VJ /I/X) ©^C^S-r-S^l-f X (AIDS : 4fc3ettft&2F£ 

^^^) k *f -r £ ^ «fc # / & t- it^mm tit #&#t- isccr3 

[0 0 0 2] 

o£ ttfc e>X.e>tlTVNS Busse, W.W . J. Allergy Clin. Immunol. 

, 1998, 102, S17-S22; mft&m, 1999, 31, 1297& „ 

i^i/tf^S^T^wcfcv^m^*:^ (icam-i) m#£i8-£i-<2> 

*^^7 ^J^-^mBlZ^ ^m-m^<Dmm^i)^<^^tiX^& (Wegner 
, CD. et al., Science, 1990, 247, 456) „ 
[0 0 0 3] 

Jose, P.J., et al., J. Exp. Med., 1994, 179 , 881 ; Garc 
ia-Zepda, E.A. et al., Nature Med., 1996, 2, 449; P nath, P.D. et al., 
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J. Clin. Invest., 1996, 97, 604; Kitaura, M. et al., J. Biol. Chem., 19 
96 , 271, 7725fc£f#flg) „ 3 £ IC. in* # 3f 1/ > te$8W8LfclC?83§i IT V* £ C 

CR3 i/-fe^*-tc#§^Uf^ffl&«3K-r*ii:^jW9!a*t, 

— 2, RANTES (regulated upon activation normal T-cell expressed an 
d secreted© , MCP-2 (monocyte chemoattractant protein— 2 <Dtt& 
$80 , MCP— 3 (monocyte chemoattractant protein— 3 ©B&fSO * MCP 

— 4 (monocyte chemoattractant protein— 4 (DV&W) & ©^fcttS^-tiXt 

y fcftUB3&|gtt3iV>=b©(Z>CCR3 &^bT3i**^rS/>fcH«a>f^ 
M&^l/#<5 3£#£je>4xT^£ (Mx.li> Kitaura, M. et al., J. Biol. Che 
m., 1996, 271, 7725; Daugherty, B.L. et al., J. Exp. Med., 1996, 183, 2 
349; Ponath, P.D. eta 1., J. Exp. Med., 1996, 183, 2437; Hiath, H. et 
al., J. Clin. Invest ., 1997, 99, 178; Patel, V.P. et al., J. Exp. Med. 
, 1997, 185, 1163 ; Forssmann, U. et al., J. Exp. Med. 185, 2171, 1997& 

[0 0 0 4] 

x.***ci/>ommm^<Dwm\-i: Mj£mm<D&T*&<, mm^stmw (c 

Dl 1 b) ©IS^it^ (M;U£, Tenscher, K. et al., Blood, 1996 , 88 , 3195 
ttZmm) , t£timm<Dm£.mm (flj^ttf, Eisner, J. et al. , Eur. J. Immu 
nol., 1996, 26, 1919&£#Bg) „ EDN (eosinophi 1 -derived neurotoxineOD 
BS^) Offitffi'lSii (El-Shazly, et al., Int. Arch. Allergy Immunol., 1998, 

117 (suppi. i), 55#m) fcif. ftmm&m&itizm-rzftm&m&zftT^z 

mm-tZftmZm-tZZ.H&m&tStlT^Z Palframan, R .T. et al 

., Blood, 1998, 91, 2240&£l*#m) 0 
[0 0 0 5] 

ac** 3f t/y& «£tKC C R 3 ^%m^^E(DT Wl^-' l4^SlCfeV%TM 

* pslm^mc & v ^ t m ^ * # * > auk \z j: y ftwmwm-tmm Zti&z.t ( 

Gonzalo, J. -A. et al., J. Clin. Invest., 1996 , 98 , 2332#flg) , ^^X^ 

6 aj§E# 2000-3070981 
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9 ■ 

%>Z\il (Teixe ira, M.M. et al., J. Clin. Invest., 1997, 100, 1657) , V 
VX^TJUZ&^Tffi^** *i/>ffifatfBmWm.<DJ&f&Znffl-tZ> 3 £ (Ruth 
, J.H. et al., J. Immunol., 1998, 161, 4276#$0 , ^ $ 3r i/yMB^-X 

WMZtl&Zit. (Rothenberg, M.E. et al., J. Exp. Med., 1997, 185, 785# 

, l^;i/£%K/LiiLT^£Z:£: (Ying, S. et al., Eur. 

J. Immunol., 1997, 27, 3507#M) „ &&&&&&&& <D»±gZTffi.ffiT'tt.X. 
*9*i/y<D&mtffLMVT^Z>Z\t. (Am. J. Respir. Cell Mol. Biol., 1997 
, 17 , 683#flg) fcif##&3*lTv*$. 
[0 0 0 6] 

T, a:^-^^i/>**#<^LTV^&z:i:*^^$4^TV^S3i:3b^e> (Garcia-Z 
epda, E.A. et al., Nature Med., 1996 , 2 , 449#flg) . Zltl £> ©J^BlCfc V*T 

[0 0 0 7] 

ZLtl^©^-**^, C C R 3 5:^ LT»S« 

w&wija&mm. &m&&ffim&. &m&&m&m. nmmmsm^^^ n 

ZLHtf&<mmZtlX^2> 0 ££tC. CCR3 l/t^^-tt»i«CD*/j;e)f^ 

©Mis ft a ;i/ 2/ ? ^ >f # >is±#fe j: yfiwfl&^^fge $ tis r t s *i 

7 ffiH# 2000-3070981 
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MM. $i^#^Cg|t)oT^^Sh#^.e ) ^lS (iiH Sallusto, F. et al., S 
cience, 1997, 277, 2005; Gerber, B.O. et al., Current Biol., 1997, 7, 8 
36; Sallusto, F. et al., J. Exp. Med., 1998, 187, 875; Uguccioni, M. e 
t al., J. Clin. Invest., 1997, 100, 1137; Yamada, H. et al., Biochem Bi 
ophys. Res. Commun. , 1997, 231, 365&£f#flg) „ 
[0 0 0 8] 

CCRSmtrCmit. tt* y iZft&Ztl &CCR 3 CD VJ3>F<DUmffi 
[0 0 0 9] 

HIV-1 (t: h&i&^£?>f;i/X- 1) tffe£Mmizmmirz>ffiizC 

Kxmmiz&m-tz^ x (aids <Dmmm%v< 

tt.¥Mm£VT%mmT°2b2>HnZ-iotl2> (MZ-iZ. et al., Choe, H. et al., 
Cell, 1996 , 85, 1135; Doranz, B.J. et al., Cell, 1996, 85, 1149#Rg) 

o 

[0 0 10] 

*>a> 9 5. Kf§## (WO9804554#flg) . 

yt-fclttZfJ i?ymm& (EP 903349#M) . &£Tf*<Dm<7>{&-fr?-<£&® (W 
09802151#JgQ CCR3 U±7$-lZttirzmffit$®.$:ni-t2>Z.Z:tfm&2 

„ *mmT*m^2>it'&mZ. W09925686£I2ii£3;ftTV>£ftl|-%£:|^-(Z> 

[0 0 11] 

[^ l j: e> £ -r & ng] 
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^0IIS±©C C R 3 iC^f* 3 i: i*»-ot'fe5<t 3 fc3£&<Z)tege&fc 
[0 0 12] 

r 3 s e^tis^B©^^*, l < it^mmh & v^z^n 

[0 0 13] 
•T^fc*>, #3§9!lCJ:;ru*. (I) 
[0 0 14] 

[ft2] 

R 1 jiOHzX o R 4 

>-(CH2)j ~N )— (CH2) n -N-C-(CH2) p — |— (C^-G-R 6 ( I ) 

R 2 W/ R 3 R 5 

[0 0 15] 

r ^nt aftM^% is «k # / * tz. it^mm* * i — 3 fg^t -r s 3?$8e%5iHit 
&Mm<D^wf>m^ kkd^s/i, ^7;i, — has, #;i^3ft/ 

9 mSE^ 2000-3070981 
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~c 6 r;i/^r-;i/S, Cj—CgT^zi^g, Cj—CgT^^^^^-s, c 3 ~c 

, ^>^;i/7^;i, c 2 ~c 7 r;i/^j^^;i/S, c 2 ~c 7 y;i/=i3f#;i/;K^;i/ 
c 2 ~ c 7 r;i/^y >f;i/*3f£/^ c 2 ~c 7 r;i/^y-f ;i/T^ c 2~ c 7 

i~c 6 r/i/*/i/^-n/*-/Hfi, c 3 ~c 8 (r;i/n^rS/^;i/3K^;i/) n 

, 1 -tTO V V- *>)ltf— Jim, S:-NH (C = 0) 0-tit)$tlS2l 
^:~NH (C=S) 0-T'St)$?lS 2#fS, 7^71, < c i~Cg 

r;i/^r;b) 7^;i, %l<«. s; (Cj-CgT;!/*;!/) 7^y*-eggi3*iT 
, h'J7^n^fM, Cj—CgT^^;^ %L<iic 1 ~c 6 r;m^i/* 

[0 0 16] 

R 2 », tK^M^. C 1 ~C 6 r;i/^r;ua, c 2 ~c 7 r;i/=i^syb!7;i//K-;i/S, 

[0 0 17] 

[0 0 18] 
k «0 ~ 2 3t;fc«r o 

[0 0 19] 
m & 2 ~ 4 CDfift £ f . 

[0 0 2 0] 

1 0 tfiliE# 2000-3070981 
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[00 2 1] 

^ tKD^i/i. Cj—CgT;!/^;^ %b<iic 1 ~c 6 r;i/=i=¥i/Stci:o 

<fc^C 1 ~C 6 T;i/3f;i/S£3!;b'te 
[0 0 2 2] 

, Sfctec^CgT^^i/Sfc^fru R 4 ^J:y t R 5 cfeWsc 1 ~c 6 r;i/^;i/ 

fttIffiAD^>l?, i/7;i, -hnS, #;i/#3fS/ 

/Hk ^j;wt^E>r;i/^ % */ijjzfbm. ?T-Vjm. c 3 ~c 8 $/*ny;i/3f;i/ 

Cj—CgT^zidp^S, C^CQTJV^-Jl^ytm. (fttIOAn^>I? 

^t^fj/S, 'O^t^ps/AM-^i, c 2 —c 7 r;i/*y-r;i/^ c 2 ~c 7 
r;bi3^^^;i/^;i/S, c 2 — c 7 r;i/^y >f c 2 ~c 7 y/i/#y>f 
/i/T^/*, c 2 ~c 7 N-r;v^;i/^;i/A ; E>f Cj—CgT^^r^x;!/^^ 
/US, r^;i> (c^—Cgr;!/^;!/) 7^;s, P (Cj—Cgy;^;!/) 

^M^S: l~3^-r€>^#^^S*fctt^CD^>if>^i:©*S#CJ:y^ 

o V J; IC o T 3 ~ 6 M^^fcTK^ fcft?J& L T % <fc V% „ 

[0 0 2 3] 
pttOSfcttl 5:^*) "To 

[0 0 2 4] 
qtt0£fc«:l 

[0 0 2 5] 

GJi, -CO-, -S0 2 -, -CO-O-, -NR 7 -CO-, -CO-NR 
7 - -NH-CO-NH- -NH-CS-NH- -NR 7 -S0 2 ~ - S 
0 2 -NR 7 -, -NH-CO-O- tfett-0-CO-NH-t*^t)$tiSS 

1 1 ffiH# 2000-3070981 
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[0 0 2 6] 

R 6 ii. c 3 ~c 8 S/^ny;i/3f;i/^ c 3 ~c 6 i/^D7M_^ 

CgT/l/^/HS, C^CgT/l/a^rS/aS, C 3 ~C 8 ^* □ 7;i/3f^*3r*/«> 

3 -y ^—jiv fs. c 2 ~c 7 Tju2t ; «( Jim 
. c 2 ~ c 7 r;i/r3^ri/^;i/d<^i/^, c 2 ~c 7 T;i/*y-f ;i/*-3f£/S, c 2 ~c 7 
>r>n/T^ c 2 ~c 7 N-7;i/3f;i/;*j;w^-f c^CqTiv* 
;i/S, 7x-;i/*;w^>fM, n, n - ^ (C 1 ~c 6 T)V*n>) y. 
jvyy^j^ r$;m. (.c^CqT/v^-^) 7^;i, *? (c^Cg 

3 ~c 8 S/?nr;i>3f;i/S. c 3 ~c 8 S/*n7A4--;i/g. ^#f&^ 
Fn^ri/S. 7^;i, hvyji*u*^j\,m. Cj-CgT;!/^;^ c^Cg 

1 2 ffi$E4$ 2000-3070981 
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r i 

[0 0 2 7] 

mftt-TZ. C C R 3 L < ttf tlS„ 

[0 0 2 8] 

-t&t>*>, ±m& (i) "r^$tis^%«ccR3^miRn?s>eo 

[0 0 2 9] 

m\t. ^y^yn. SfettAfnl^tltSSiJS?, ASSUME, fc<fctf/£fc 

tt^^M^ £ i ~ 3 mm t z 3rmm&mmm nm^vxm^m^mmvx^^K 
, $ ^icjisaR 1 ^^^^ c 3 ~c 8 ^ ? uTjv^jvm, ^mmm 

7;i/*;i/S. c 2 ~c 6 7;i/>r-;i/g, c^CgT^n c^—Cgr;!/*;!/ 

^y-J^jvr^ sm. c 2 ~c 7 r;vjt] ; j ^m. c 2 ~c 7 tk 
n^-^jv^—jvm. c 2 ~c 7 TAsiQ j <4 ;]/7t*rism. c 2 ~c 7 7;i/:*7 j <i fry x 
sm> c 2 ~c 7 N-T;i/^;i/^;i/A^>f;i/S, c 4 ~c 9 n-s>* ur/i^A/jtjji 

13 ffiH#2 0 0 0-3 0 7 0 9 8 1 
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i » 

J % )V78—;im. 1 -\ZUVi?—JVlJflsJ$—fl,m. ^:-NH (C = 0) O-T? 
3tfr£*l£2««, ^:-NH (C=S) O -T*&t>i< *l£ 2ffi^ T^y*. 

(Cj-CgT;!/^;!/) y^y*. fcL<&s? (Cj—CgT;!/^;!/) r$.;m 

[0 0 3 0] 

R^few* rc 3 ~c 8 $/?ny;i/3f;bSj tit, m*.\£i/9 u?u tf;K 
^n^;K $/*n^>^;K */*n/\3fS/;K S/^n^^^z, %/9 

o 

[0 0 3 1 ] 

-fy^7 % yy^ tr u tr y ^ ^— ;k h y y h y y y y /k 
y;K fe.ttFtry >^;i/«^if^^e>4xs 0 

[0 0 3 2] 

?:i~3M^"rs^#^«^Si:«riB^ffiS©&gT?*S^bT^StiS2^ 
sS^Jfc&iitSigfc&ifcU ^cWJg&^flcflJfcbTfci:. ^y^;K -f>K«j* 
. ^>!/7 7-^/, /<>yfx- ;k ^;>jm s<yi/4 ^ #Vy 

[0 0 3 3] 
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s, ^>y77-;i/i, stithy Fvjvm-z&zm&tfftiz&s. lv^ 

[0 0 3 4] 
[0 0 3 5] 

n-^ntf^, n-y*^;K n-^>^;i/. n-s\*ri/)b, n-^^JV. n- 
^y7°nif;K ^VZf^-JV. sec-y^K tert-^TK >r 

[0 0 3 6] 

R^S&^hbT© rc 3 ~c 8 t/^nr;i/^;v^j «> i&gBR^cfctfs. rc 

[0 0 3 7] 

R^fi&SiiLT© rc 2 ~c 6 r;i/^r-;i/Sj Mill t^-;K TU 
;k 4-^>-x— ;k 5 -^\^r-fe-;b, 4 3 -^>-x--;i/^fci?©c 

[0 0 3 8] 
[0 0 3 9] 
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^owmmtvxo rc^CgT^^^^j tit. ifffac^CeT^^r 

[0 0 4 0] 

R^MSIS^LT© rc 3 ~C 5 T;i/^rl^>Sj Hit. MZ.lt. hV**Uy 
3 ~C 5 © 2 ffi© T;V3f 1/ U f ©^MMi: ITtt, h'J^f 1/ 
[0 04 1] 

y**ri/ (-CH 2 CH 2 0-) , h'J^f (-CH 2 CH 2 CH 2 0- 
) , fh7^f l/>t^f^ (-CH 2 CH 2 CH 2 CH 2 0-) , 1, 
3L*f-\yy*3r*/ (-CH 2 C (CH3) 2 0-) C 2 ~C 4 © 2 flf T Tl/df 

u>m£**i/m}ifrt>te2>m$:Mmv, ^(D^m^^mthxit. ^uy 

[0 0 4 2] 

RWilillt© rCj-CgT^^rl/^^^^r^j Hit. mZ.lt ^^U 
y*J**ci/ (-OCH 2 0-) , (-OCH 2 CH 2 0-) , h 

V t+Vyp***/ (-OCH 2 CH 2 CH 2 0-) , zfUif ls>i?**ri/ (-O 

ch 2 ch <ch 3 ) o-) m& evc^c^ 2 mrjv* uymz. imo***/ 
mnfr?>&2>mzMi#iv. t&ftmteMtftMtiisTit, ^^-uyv^r^^m. x 

[0 0 4 3] 

RWtfitUT© rc 2 ~c 7 r;i/^y >f 09*. tf. tit^;k 
zrurtj^fr. zfZJ^ns. *y*j>o\s. ^-tf-y >f ;k ^\:/#,>>f;K >rv 
^u;k 3 -*^)\,zf& j >r;i/, 2-^^;i/^^y>r;K trAn>f;K 4-* 
^^'O* y-f ;k 3, 3 -vi'f-frrfz J -y;k 5 -*^/t//\3fi*-y >f;i/S& 
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[0 0 4 5] 

R^sgiSi: it© rc 2 ~c 7 r;i/*y-r;i/>f =^r$/Sj b&ibc 2 ~c 7 

-fe * JV* * > 3f g& if If tl5 o 
[0 0 4 6] 

R^iiittt© rc 2 ~c 7 r;i/*y >f ;i/T^ y»j £&fBc 2 ~c 7 

[0 0 4 7] 

R 1 oogSISi:L/T© rc 2 ~c 7 T;p^r;v^;i/7 , ? ; E>r;i/^j tufec^c 

[0 0 4 8] 

[0 0 4 9] 
[0 0 5 0] 

R^tiiilbT© r C 3 ~C 8 (Tn,zUr*/Jj)ltf-JV) 

f«lBC 2 ~c 7 T;i/zi^t/^;b^-;i/»^^^;i/Si:^e>^-5iKS:#i*b, -£<z># 
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[0 0 5 3] 

#{C#*L<WU /\D^>K?, tKD^f^i, Cj—CgT^l/^r;^ c i~ C 6 
[0 0 5 4] 

h'J7Mn^f;i/S, Cj—CgT;!/^;!/^ t)b<«c 1 ~c 6 T;ni 

fcJrtfC^Cgy^ndf >>Ste. fcifB R 1 ic S 7 air.;vS. C 3 ~C 8 
[0 0 5 5] 
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C 1 ~C 6 T/b^36, %L<ttC 1 ~C 6 T;i/=i^^StCj:oTg«|$tlT : fo 
[0 0 5 6] 

r 2 iz as w s c 1 ~ c 6 t ;i/ 3r ;b s <fc if c 2 — c 7 y ;i/ =i 3f # ; v — 

[0 0 5 7] 

R 2 {cfc^ec 1 ~c 6 T;i/^;i/S*fcii'7ji— UTtf>/\n>F> 

[0 0 5 8] 
[0 0 5 9] 

[0 0 6 0] 

-LiasS (I) iCfc^T. k&0~2<Z)g8: fc^tfrU mfcfc2~4©g$fc£^;fo 
0 tm^ 3 T'feSi^© 2 -g&fcfn U V>> k«tlTm#2 

-e&5#<&©3-g&t?a y k#i -em#3T*<& 3 -g&if^y 

1 T'm^2t'fe5^0)3 -g&fcfn U k # 2 tm^ 2 T*$>2>Wr£<D 
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#{C. k#l T'm^ 2 T* n ^ 0 T^Si^O 3 — KfcfD D fc£tfk 
[0 0 6 3] 

Cgy^n^^iCjcoTgi&SnTV^fcJ:^ 1 ^fc|j:2i07x-^l) IC 
£ o Tg&£ *IT V>T % <fc C j~ CgT;i/*;i/3£&3fcfr-r. 
[0 0 6 4] 

©tHit'fey, ^©#®&JMfcMi:LTt±, teZttzfu 

[0 0 6 5] 
[0 0 6 6] 

R 3 tt^M^^fctt^gg|<z)c 1 '-CgT;i/^;i'*tfes#-^^# 

[0 0 6 7] 

-tiB5£ (i) leaser, R 4 3sj:tf r 5 «, *jftiic^ t: 
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„ 7i;^i/I, C 2 ~C 7 7 
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R 4 fe<fct5R 5 icJ3^sc 1 ~Cgr;i/^;i/«©gife^i: iTCDAn^l?, c 
^CgT/i/n^r^s, Cj—CgT^^;!/^^-^ c 2 ~c 7 y;i/;ij «/ >f c 2 
~c 7 T>n/3^2/^;i/3K— c 2 ~c 7 r;i/*^>r;i/^-^r^*> c 2 ~c 7 y;i/ 
#y >f at ^ c 2 ~c 7 N-r;i/^r;i/7tj;i//t^E-f Cj—CgT;!/^;]/* 

/l/jfc^/I/lk =£J (Cj—CgT;!/^;!/) T^S. ££1*^ (C^CgTA^A 
) T^/*W:> ItfgaR^C^^S^a:^;!/^ C 3 ~CgS/ * n r;i/^p 

[0 0 7 0] 

R 4 fc£tf R^fcttSC^—CgTVl/^l/^g&^i: LT<DC z ~C 8 i/>7 U7 

n,*rji>m. ^fnji^iibti^i^ mux-?* is£zf/£tc.i*mm 
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R 4 . R 5 i3<fc^©g|^^M^^^e>3&-5 r3~ 6 mmWi&Htykmi <D&m 

R 4 £ R 5 <Z>#lC*f £ L/ £ LXmifZ 
[0 0 7 3] 

Jtg25£ (I) {Cfev>T. pttO^fcttl £^i;bU q«0 ^fcli 1 £3£fc>-r„ 

p i: q#£fcJC0T&£^##tc*ehi; bv^ 

[0 0 7 4] 

JtlH^ (I) IC;I5V*T, Gtt, -CO-. -S0 2 -, -CO-O- -NR 7 
-CO-. -CO-NR 7 - -NH-CO-NH- -NH-CS-NH-, 
-NR 7 -S0 2 - -S0 2 -NR 7 - -NH-CO-O-, ittt-O-CO 
-NH-T*^fc§tlSS$:^t)i-o 3^T% R 7 tt. fcttC^CgT 
;i/3f;i/^£^;b'f 2>\ R 7 J*R 5 £:^o L «fc IC& o T C 2 ~C 5 T ;i/3f 

[0 0 7 5] 

""t'> -CO-tt*^/Jf-M5:, - S 0 2 -fci:>wi//j>n;i/^£. -CS- 
tt^^-^^/K^^S^^tl^lx^-r^o G<E>#K#£ Uv^i: Uttt, fllxJi 
-NR 7 -CO-^3i:lK-NH-CO-NH-T*^t)§tl^SJ&i:*^Plfe)tl-5 

o 

[0 0 7 6] 

R 7 {C^^SC 1 ~C 6 T;i/dr;i/«li, ttrflBR^fcttS?:!:— ;i/2k C 3 ~CgS/ 
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-hfB5£ (I) icfc^T. R 6 te:7 c 3 ~C 8 i/^n7;i/^^I, C 3 ~ 
<M & 3?$ £ L T I8l§r« £ L T =fc <i: < . 3 e> tc _L|2 R 6 K 

□ r^/i/*. c 2 ~c 6 y;i/>>r— c^CgT^n^*/^ c 3 ~c 8 $/*n 

/i/**2/.ls, c 2 ~c 7 7^;>f;i/7$;i> c 2 ~c 7 N-r;i/=2ir;i/*;i/A^>r 
Cj—CgT^^r;!/^^^— 7 /i/*;!//*^ /Hk n, n-v ( 
Cj—CgT^^;!/) ^^77^^^, T^y^, =t j (c j—CgT r 
^y«> (c^CgT;!/^;!/) 7^;i, s;/i/T 5 y IS, c 2 ~c 7 (r;i/ 
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[0 0 8 1] 
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c 1 ~c 6 r;i/^r>n/^ c 2 ~c 6 y;i/>r^;i/^ c^Cgy^i/zmfS/lk c 

C 2 ~C 7 TJ\s^*i/jJJUtf-)Vm. C 2 ~C 7 TJljH J c 2 ~ 

;i/=¥>a/x>n/^-;v^ (c^CgT;!/^/!/) 7^;S, 33<fctfs^ (c^Cg 
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[0 0 8 2] 

R 6 (Dgg|g£ LT<DC 3 ~c 8 S/?ny/i/3r;i/Ste, ffjiER^CfcttSC^Cg 
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tit. ^-*fettM&ofe2o©lugaC 1 ~C 6 T;i/^r^lCj:oT@il$tlfcX 
[0 0 8 5] 

R 6 <z>g&g£: It® rc 2 —c 7 (r;i/n^ri/^;v^-;i/) T^y^j tit. 

wmcz—CjTjvn^i/jjfrtf-jvmtT^smtfrbte&mzMms, ^<on 

M&MtftMtVTlt. M±lZ (* h^-t/itjj^-jv) y^sm. (^h^tsiJJi 

T$;m*t & ws ^ £ **c # © e 

[0 0 8 6] 

iBC 1 ~C 6 T/l'^;i/x;i//jNn;i/^i:T^ ^<bfc£«&3§;i*U 
[0 0 8 7] 

, 1^— *fettM^ofc2-o(Z)BtffBC 1 ~c 6 T;i/^r;i/x;i/^^;i/^ic < koTigifeS 

[0 0 8 8] 

turjiT-jim, Kypjvm. zzmummmm. tr^itm^m^mmmtLr 

it, f\u^fi/m^ tfr-ftzfvm. -hnS, h'J7;btnif;H, c i~ c 6 
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^tsrt^ffiftsEH, &swix**^$/>&£©ccR3<oy k© 
s«r#HflS'v.©^3se9#ffl & iff s f^ffl $ e> tc li c c r 3 
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j3 7±*mte£&mif*>ti2> 0 

[0 0 9 3] 
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[0 0 9 4] 
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So 
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Table 1.1 





k m 


n 


chirality 


R 3 


R 4 

Ft* 


1 Ct-^y~CH a - 


1 2 


0 




H 


~ cH2 "{t c ~0 




1 2 


0 




H 


O __/ 3 






u 




H 






1 2 


0 




H 


-CHs-M-C-Q 




1 2 


0 


S 


H 


-CH^-N-C-Q 


/ — V 


1 2 


0 


s 


H 


P if %t 


7 Ct-^~^-CI%- 


1 2 


0 


s 


H 




8 Ct— t^-CHj- 


1 2 


0 


s 


H 


o F 


9 CI-^^-CHt- 


1 2 


0 


s 


H 


o P- 

-CH2-N-C~/_y CI 
H 


10 o-^y-CHr 


1 2 


0 


s 


H 




11 CI-Q-CH,- 


1 2 


0 


s 


H 
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Table 1.2 





k m 


n 


chirality 


R 3 


R 5 


1 2 Cr-£^-CHa- 

13 ct-^^-CHj- 


1 2 
1 2 


0 
0 


S 
S 


H 
H 


o 

-CH 2 -N-C-Q 

OCH 3 




1 2 


0 


S 


H 


-CH a -N-C-Q 




1 2 


0 


S 


H 


-CH 2 -N-C-£^-CI 


1 6 Ch- ^^-CH2- 


1 2 


0 


S 


H 


-CHa-N-C-^-OCHa 


17 CI-£~)^CH 2 - 


1 2 


0 


S 


H 


CI 




1 2 


0 


S 


H 


? 


19 O-^^-CH^ 


1 2 


0 


s 


H 


-CH 2 -N-C-Q-0 


20 Cl-^VCH^ 


1 2 


0 


s 


H 




21 d-Q-CH^- 


1 2 


0 


s 


H 


F 


22 Ct-£^-CH»- 


1 2 


0 


s 


H 


F 
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^ III 

uompa. 
No. 




k m 


n 


chiralrty 


R 3 


R4 
R 5 


23 




1 2 


0 


S 


H 


O , CP 3 

F 


24 




1 2 


0 


s 


H 


9 PC** 

-CH 8 -N-C-Q 


25 


/■"V 


1 2 


0 


s 


H 


O 

-CHe-N-C-Q-F 


26 




1 2 


0 


s 


H 


-CH a -N-C-^3 






1 2 


0 


s 


H 


9 jr _/ N ° 2 


28 




1 2 


0 


s 


H 


9 «~ 


29 


d-^y^CHa- 


1 2 


0 


R 


H 


CF 3 


30 




1 2 


0 


R 


H 


-CHj-N-C-^J 
F 3 C 


31 




1 2 


0 


R 


H 


O 

-CH 2 -N-C-{J) 


32 




1 2 


0 


R 


H 


O / 


33 


CI-O-CH,- 


1 2 


0 


R 


H 


-CH,-N-C-(_J-CI 
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Table 1.4 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-(CHafcTrCCHaJ^RS 
R 5 


34 


Ct-O-CH,- 


1 


2 


0 


R 


H 


o jr J >CU3 


35 




1 


2 


0 


R 


H 


9 , OCH > 


36 




1 


2 


0 


R 


H 


-ch 2 -j+c-^ 

OCH 3 


37 




1 


2 


0 


R 


H 




38 




1 


2 


0 


R 


H 




39 




1 


2 


0 


R 


H 




40 




1 


2 


0 


R 


H 




41 




1 


2 


0 


R 


H 


CI 


42 




1 


2 


0 


R 


H 




43 


a-^-CHj- 


1 


2 


0 


R 


H 


O _/S 

- -CH2-N-C-Q-0 


44 




1 


2 


X) 


R 


H 


-CHj-rfC-^-^ 
F 



3 2 
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Table t.S 





k m 


n 


chirality 


R 3 


n4 


t \ ~- . 


1 2 


0 


R 


H 


F • 


if o / \ 


1 2 


0 


R 


H 


o 

-CHa-N-C-Q 
F 




1 £, 


o 


R 


H 


-CHs-JJC-Q 




1 2 


0 


R 


H 






1 2 


0 


R 


H 


OsN 


— / == v 

50 ct \_/~ c Hr 


1 2 


0 


R 


H 




51 Ch^^CK^ 


1 2 


0 


R 


H 


9 _ . 

Br 




1 2 


0 


R 


H 


F 


53 CK-^^-CHa- 


f 2 


0 


R 


H 


a 


54 0-£}~ CH *" 1 


I 2 


0 


R 


H 


9<W a 


55 CH-^^-CHj- 1 


2 


0 


R 


H 


CI 
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°°lS Pd * r^ 0 " 2 ^ k m n chiraIft y ff ^CHafc^CHaJs-G-R 8 



56 


O-O-CH,- 


1 


2 


0 


R 


H 


-CHa-M-C-Q 
H 3 C 


57 




1 


2 


0 


R 


H 




58 


CH-^-CH,- 


1 


2 


0 


R 


H 




59 


CJ-Q-CH*- 


1 


2 


0 


R 


H 


-CHg-N- C-^"^- Br 


60 




1 


2 


0 


R 


H 


O 


61 




1 


2 


0 


R 


H 


-Chfe-N-C-£^-CF 9 


62 


0-£^-CHj- 


1 


2 


0 


R - 


H 


-CHa-N-O-^^-CHa 


63 


0-0-CH 2 - 


1 


2 


0 


R 


H 


-CH 2 -WC-/~"V-CH 2 CH, 


64 


O-Q-CH,- 


1 


2 


0 


R 


H 




65 




1 


2 


0 


R 


H 


-CHj-N-C-^ 


66 




1 


2 


0 


R 


H 
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Table 1.7 



m n chirality R* 



~(CH 2 J F |-(CH 2 ] 5 <3-R6 
R 5 



67 Cl-Q-CHa- 



68 



69 



70 



71 



Ci-^^-CHi- 



72 O-Q^CHa^ 

73 O-^^-CHa- 

74 Ct-Q-CH*- 

75 O-^^-CHs- 

76 O-^^-CMa- 



77 O-^^-CHa- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



F 

-CHa-£C-£5-F 



-CHa-f, 



H 




H 



OCH 3 



H 3 CO 



«CH^N-S-^-00 2 CH 3 



H 



F a C 



H 



-CHa-U 




9 
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Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-(CH 2 ) ? |^(CH 2 ) r G-R« 


78 




1 


2 


0 


R 


H 


F 


79 


c*-£)" CH8 " 


1 


2 


0 


R 


H 


9 

-CH a -£C-£^-CF 3 
F 3 C 


80 


.c-0" CH ^ 


1 


2 


o 


R 


H 




81 




1 


2 


0 


R 


H 


9 W CH ' 

-CHj-JJC-Q-CH, 


82 


o-O -0 " 2 " 


1 


2 


0 


- 






83 




1 


2 


0 


R 


H 




84 


O-^-CH,- 


1 


2 


0 


R 


H 




85 




1 


2 


0 


- 


H 




86 




1 


2 


0 




H 


o 

-(CHah-N-C-^^NOa 


87 


Ct-Q-CH*- 


1 


2 


0 


s 


H 


-(CHafe-N-O-^^ 
CF 3 


88 


a—^^-CHj- 


1 


2 


0 


s 


H 
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S 
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0 


S 
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91 
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1 2 


o 


s 
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-(CH^-N-C-^J-Cl 


92 




1 2 


0 


s 


H 


TO H >=/ 


93 




1 2 


0 


s 


H 


^CHgjg-hhC— ^ ^-OCH 3 


94 


x 9 


1 2 


0 


s 


H 


? PCH3 

H . Vs=( 

OCHs 


95 




1 2 


0 


s 


H 


O , CF » 


96 


o-O -0 *" 


1 2 


0 


s 


H 




97 


o-^-ch,- 


1 2 


0 


s 


H 


-(CHsfe-W-C-Q-CI 
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0 


s 
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99 


o-^^-chj- 


1 2 


0 


s 


H 
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100 




1 


2 


0 


s 


H 
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101 




1 


2 


0 


s 


H 


-(CH^-N-C-Q-O 


102 


ci-O -0 ^" 


1 


2 


O 


s 


H 


P F W CF3 

-(CH^-K-C-^J 


103 




1 


2 


0 


s 


H 


O 

F 


104 




1 


2 


0 


s 


H 


F 


105 


a— £^-ch 2 - 


1 


2 


0 


s 


H 


O /*> 
-(CHafe-N-C-Q 

F 


106 




1 


2 


0 


s 


H 




107 


yrrrry 

Cf-\_/-CHa- 


1 


2 


0 


s 


H 


O CF 3 ' 


108 




1 


2. 


0 


s 


H 


OjN 


109 


«-0~ CH *" 


1 


2 


0 


s 


H 


O W N °2 


110 




1 


2 


0 


s 


H 


-<CHi) a -M-C-Q-N0 2 
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Compd. 
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k m 


n 


chirality 


R 3 


-(CH 2 ) F |-(CH 2 )q-G-fl6 
R s 


111 




1 2 


0 


R 


H 


O 

-(CHak-N-C-^J 


112 




1 2 


0 


R 


H 




113 


O-Q-CHj- 


1 2 


0 


R 


H 


O P< 
-(CHa) a -N-C-^J 


114 


CT-^*^-CH 2 - 


1 2 


0 


R 


H 




115 




1 2 


0 


R 


H 


-(CHak-M-O-^J-CI 


116 


O-Q-CHa- 


1 2 


0 


R 


H 


-(CHaJa-jfC-^ 


117 




1 2 


0 


R 


H 


O _, OCH » 
-(CHaJa-N-C-Q-OCH, 


118 




1 2 


0 


R 


H 


9 w OCH » 

-(CHate-N-C-Q 

OCH3 


119 


/=\ 


1 2 


0 


R 


H 


9 

-(CHa)a-N-C-Q 


120 


O-Q-CHa- 


1 2 


0 


R 


H 


9 W CH ' 

-(CHa)a-N-C-^J 


121 


Ct-(^-CHa- 


1 2 


0 


R 


H 


-(CHafe-N-O-^^-CI 
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n 
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R 3 


R 5 


122 


Ct-^-CH,- 


1 2 


0 


R 


H 


o 


123 




1 2 


0 


R 


H 


CI 


124 


CI-Q-CH,- 


1 2 


0 


R 


H 




125 




1 2 


0 


R 


H 


-(CHjJj-N-C-^^-O 


126 


a_ 0~ cHa " 


1 2 


0 


R 


H 


O F W CF 3 
-(CH^-N-O-^J 


127 




1 2 


0 


R 


H 


-(CHJa-N-C-^^- CF 3 
F 


128. 




1 2 


0 


R 


H 


9 _, CF * 

"(CHjfe-N-C-Q 
F 


129 


' a— C >-ch»- 


1 2 


a 


R 


H 


' O , CF * 
-(Oya-N-C-Q 
F 


130 




1 2 


0 


R 


H 


o w OCFa 

-(CH.fe-N-C-Q 


131 


a-0" CHa " 


1 2 


0 


R 


H 


o > F * 
-(Chya-N-C-Q-F 


132 




1 2 


0 


R 


H 


O2N 
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133 




1 


2 


0 


R 


H 


? w NOa 

-(CH^-N-C-^J 


134 




1 


2 


0 


R 


H 




135 


O-Q-CH,- 


1 


2 


0 


R 


H 


o 

Br 


136 


O-Q-CHs- 


1 


2 


0 


R 


H 


F 


137 




1 


2 


0 


R 


H 


CI 


138 




1 


2 


0 


R 


H 


o°LP l 


139 




1 


2 


0 


R 


H 




140 




1 


2 


0 


R 


H 




•4 A A 

141 




1 


2 


0 


H 


H 


HaCO 
K,00 


142 


Ct-Q-CHj- 


1 


2 


0 


R 


H 


o P 


143 




1 


2 


0 


R 


H 


-CCHj^N-G-Q-Br 
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144 O-^^-CHa- 12 0 R 

145 Ci-^^-CH,- 1 2 O R 



H 



H 



R 5 



-(CHjfc-N-C 



-(CHjfe-N- C-f CF 3 



146 O-^^-CHa- 12 0 R 



H 



-(CHjfe-N-C-^J^-CHj 



147 , Ct-^-Ofe- 12 0 R 



-(CHefe-N-C^-^^-CHaCHa 



148 «-^^~CHj- 12 0 R 



H 



"(CHafe-N-C 



CN 



149 CJ-Q-CHa- 12.0 R 

150 O-^y-CHi- 12 0 R 



151 Ct-^y-CHg- 



12 0 R 



H 



H 



-(CHaJa-N- 

H 




^CHafe-N-C-O-^ 

9 



H V=V 

F 



-CCHa)a- 



152 CI-(^-CHi- 12 0 R 

153 Cl-^-CHa- V 2 0 R 

154 C»-£}-CHa- 12 0 R 



H 



H 



-(CHafe-JJC 




-(CHafc- 



-(CMafe- 



4 2 
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1 QD 




1 2 


0 


R 


H 


H3CO 


156 


w» ^ ^ w * '2 




n 

w 


ri 


H 


jf ik. 


157 


O-T^VcHj- 
x r 


1 2 


0 


R 


H 

Mi 


9 « 

F3CO 


158 




1 2 


0 


R 


H 








1 2 


0 


R 


H 


^CHg^l^C-^^-F 


160 




t 2 


0 


R 


H 
n 


F 3 C 


161 




1 2 


0 


R 


H 


F 


162 


O-Q-CH*- 1 


2 


0 


R 


H 


F 


163 


CI-Q-CHa- 1 


2 


0 


R 


H 


9 « 

F 3 C 


164 




2 


0 


R 


H 


9 -J* 

F a C 


165 


CH-^^-CHg- 1 


2 


0 


R 


H 


-(CHjfc- N-C-^J-CHj 



4 3 
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166 



167 



CH 2 - 12 0 R 



O-^^-CHj- 12 0 R 



168 O-^^-CH-r 12 0 R 

169 CJ-^^-CHa- 12 0 R 

170 O-Q-OV 12 0 R 

171 O-^^CHz- 1 2 0 R 

172 Ch-^^CHj- 1 2 0 R 

173 Ci-^^-CHj- 12 0 R 

174 Ct-£J-CH*- 12 0 . R 

175 Ch ^^ c ^ m 12 0 R 

176 O-^^-CHa- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 





CH 3 
CH, 

(5) ? 

-nr 

(5) ? 

Ttf" 

— C^N-C-^^-CI 
CH 3 
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CHj 
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2000-3070981 



i 1—220864 



[0 117] 



Tabl 1-17 




k m 


n 


chirality 
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^CH 2 )^(CH 2 fc r Q-Re 




1 2 


0 


R 


H 


CH, 


178 ct-^^-CHa- 


1 2 


0 


R 


H 


CH 3 F 


179 d-Q-CHj- 


1 2 


0 


R 


H 


CH, 


1 80 Ct-^^-CHr 


1 2 


0 


R 


H 


CH, 


1 81 a-^^-cHj- 


1 2 


0 


R 


H 


CH 3 


182 O-^^-CHa- 


1 2 


0 


R 


H 


CH, 


183 CI-H^^-CHj- 


1 2 


0 


R 


H 


CH 3 


184 CH-Q-CIV 


1 2 


0 


R 


H 


CH 3 






n 
u 


o 


H 


?H, O , CI 

t t ft, f >h iv ffc ■ 

~? H \=/ 
CH, 


186 CI-^^-CHa- 


1 2 


0 


R 


H 




187 O-Q-CHr 


1 2 


0 


R 


H 


-CH-N-C-Q-C. 
CH, 
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Compd. 
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R 3 


-XCHgfc^-fCHaJ^-G-R* 5 
R 5 
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Ct-Q-CHj- 


1 2 


0 


R 


H 


■-f*sr°-o 


189 




1 2 


0 


R 


H 




190 


CH-^^-CH a - 


1 2 


o 


R 


H 




191 




1 2 


0 


R 


H 




192 




1 2 


0 


R 


H 




193 


O-0-CH 2 - 


1 2 


0 


R 


H 




194 




1 2 


0 


R 


H 




195 




1 2 


0 


R 


H 




196 


CI-Q-CH,- 


1 2 


0 


R 


H 


(A) P * — * 


197 


Ct-Q-CH a - 


1 2 


0 


R 


H 




198 


d-^^-CHj- 


1 2 


0 


R 


H 


CHHp 
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R 3 


-(CHaJ^CHa^R 6 


199 




1 


2 


0 


R 


H 




200 




1 


2 


0 


R 


H 




201 




1 


"2 


.0 


R 


H 


S 


202 




1 


2 


0 


R 


H 




203 


o-^^-CHr- 


1 


2 


0 


R 


H 




204 




1 


2 


0 


R 


H 




205 


Ct-^^-CHj- 


1 


2 


0 


R 


H 




206 
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2 


0 


R 


H 


(CH^-f-CH, 


207 




1 


2 
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R 


H 




208 
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209 
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212 120 r H -f^rrf-O 



o 



213 CH-^^-CHa- 12 0 R h 

o 

214 Ch-O-CH,- 12 0- H -(QH^-Q 

215 Ct-Q-CH,- 12 0 H -(Ct^-|^Q-OCH 3 

216 Cf-£>CHr 1 2 0 r H -(CH^tr) 



OCH 3 



217 C*-^y-CH 2 - 12 0- h -(C^2-c-\_y 

H3C0 

218 Ct-Q^CH^ 1 2 0 - H -(CHda-O-^^-CHa 



H 3 C 



219 a-0-<^ 1 2 0 - h - ( ch*-£-^-och 3 

Cf-Q-CH,- 12 0- H -(PH^-£-Q-CH 3 
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225 
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226 
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228 
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230 
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232 Ci-^^-CHj- 1 2 0 

233 a-£^-CHa- 12 0 

234 ci-^^-CHr 12 0 

235 Ci-^^-CHa- 12 0 

236 CJ-^^-CHs- 12 0 

237 O-^^-Ctfc- 12 0 

238 O-Q-CHj- 12 0 



239 



240 



^-Cf%r 1 2 0 S 



H 



H 



12 0 S 



H 



H 



H 



H 



H 



H 



-CCH a b-C-N-CH 2 



-(CHa),-C- 



-CHj-p^CHi-o-N-ov^-a 
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-CHj-N-S 
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CHz-N-C-O-CHa-^^ 
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-CHa-N-O-^^^ 



241 



242 



12 0 S 



12 0 S 



H 



H 
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Q-CHr 
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2 
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s 


H 


~ CH * - fT 0 ~0 


245 




1 


2 


0 


s 


H 




246 


Id-**- 


1 


2 


0 


s 


H 




247 


O-^-CH^- 


1 


2 


0 


s 


H 




248 


H3CQ 


1 


2 


0 


s 


H 


-Wa-N-c-^J 


249 




1 


2 


0 


s 


H 




250 




1 


2 


0 


s 


H 




251 


F_ \_/~ CMa ~ 


1 


2 


0 


s 


H 




252 




1 


2 
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H 




253 




1 
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0 
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H 
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Compd. R >-(CH2)r k m n chirality 
No. Pr 



254 - Hi- 1 2 0 S 



255 



12 0 S 



256 Cfei 



N-^-CHf 12 0 S 



257 



258 



259 



260 



261 



262 



263 



264 



CHtr 



12 0 S 



O-f 1- 1 2 0 

COjCHaCHj 



1 2 0 S 



1 2 0 S 



F 3 C-(^-CH^ 1 2 0 S 





1 2 0 S 



1 2 0 S 



1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



R 3 -(C^JpfrCCHaJqpG-R 6 



.CF 3 



— CH*H 




H 



-CHi-N-C 
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a-Q-CH^- 
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1 


2 


0 


s 


H 




267 




1 


2 


0 


s 


H 




268 




1 


2 


0 


s 


H 




269 


o 


1 


2 


0 


s 


H 




270 




1 


2 


0 


s 


H 




271 




1 


2 


0 


s 


H 




272 




1 


2 


0 


s 


H 




273 




1 


2 


0 


s 


H 


-CHf-M-O-^^ 


274 




1 


2 
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H 




275 


NO-^^-CHj- 
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H 
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ri 


276 




1 2 


0 


S 


H 


-CH*-N-£-£) 


277 




1 2 


0 


s 


H 


~ CH *"{T c- w 


278 


HjOOjC-^^-CHi- 


1 2 


0 


s 


H 




279 


^CO-Q-CH*- 


1 2 


0 


s 


H 


H 


280 




1 2 


0 


s 


H 




2B1 


HOjC-^^-CHr- 


1 2 


0 


s 


H 


-CHa-jj-o-^J 

ri *=r 


282 


(HaCfaC-^-CHi- 


1 2 


0 


s 


H 




283 


CH, 


1 2 


0 


s 


H 




284 




1 2 


0 


s 


H 


-CHa-N-c-^ 


285 




1 2 


0 


R 


H 


-CHa-N-C-^ 


286 




1 2 
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R 


H 





5 4 



£fJU# 2000-3070981 



1 1-22086 4 



[0 12 7] 



Tab! 1.27 



C No ?d * r^ C ^*" k m n chirality p? ^CHaj^CHaJjpG-R 6 





288 ftTV^, 12 0 R 





287 1 2 0 R H 

289 1 2 0 R „ -c^-j r c^ F3 

290 ^cW- 12 0 R h 

291 ^Hc^r 1 2 0 R H .... .. ? 

292 ^>ch^ 1 2 0 R „ 

293 c^>c^ 1 2 0 R H _ CHf1 & 

294 ""^ch^ 1 2 0 R H - _ CHrtr | 

295 "^-c*- 12 0 R H -cH^g 

296 12 0 R „ -C^rfll^ 
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Compd. 
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R 3 


~(CH 2 fe?-(CH 2 )5-G-R 6 
R* 


298 


HaCO-^^-CHi- 


1 2 


0 


R 


H 




299 




1 2 


0 


R 


H 


-CH 2 -N-C-{^ 


300 


Cl-0-CH«- 


1 2 


0 


R 


H 




301 




1 2 


0 


R 


H 




302 




1 2 


o 


R 


H 




303 




1 2 


0 


R 


H 




304 


Or 

COzCHiCHs 


1 2 


d 


R 


H 


-CHr-JJ-o-^5 


305 




1 2 


0 


R 


H 




306 


ex 


1 2 


o 


R 


H 




307 


p a o-^^-CHa- 


1 2 


0 


R 


H 




308 




1 2 


0 


R 


H 
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309 /"\_^. 12 0 R H 



311 Bt—^^-CH*- 12 0 R 



314 



315 




317 

F 



318 • HO-^^-CHa- 12 0 R 



H 



312 kj^-n^ 12 0 R H 



316 " 7=S_«^- "12 0 R H 



H 



310 1 2 0 R H -CH^M-g-^jP 



313 /"VcHj- 1 2 O R H 



-CHa-N-?-^^ 




OCH, 

H^-jj-O-CH*- 1 2 0 R H -CHrN-o-Cf^ 

h i o|-Q-ch ? - 1 2 0 R H ^a^^.^^ 



-CHrN-C 
H 



^-CHr- 1 2 0 R H -CH^NHO-^ 3 



-CH^-I 8 




H 




1? 
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Compd. 
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n 
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R» 


(CHafc^CHgJej-G-R 6 
R 5 


320 




1 2 


0 


R 


H 




321 


N °~C^~ cHi " 


1 2 


O 


R 


H 


-CHj-N-O-C^ 0 


322 




1 2 


0 


R 


H 




323 




1 2 


0 


R 


H 




324 




1 2 


0 


R 


H 




325 


F 3 CO-Q-CH4- 


1 2 


0 


R 


H 




326 




1 2 


0 


R 


H 


-cht-n-c-^J 


327 


HOfeO-Q-CHi- 


1 2 


0 


R 


H 


H >— ' 


328 




1 2 


0 


R 


H 




329 


CH 3 


1 2 


0 


R 


H 




330 




0 3 


1 




H 


-CH a -N-C-Q 



ffilEff 2000-3070981 



i 1-220864 

[0131] 
Tabl 1.31 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


R 


331 




0 


3 


1 


- 


H 


-CHa "K" c ~0 


332 




0 


3 


1 


- 


H 


- chj- m- c-^y- och 3 
0CH3 


333 




0 


3 


1 


- 


H 


-OV-N-C-^J 


334 




0 


3 


1 


- 


H 


-CHa-N-C-Q-CHg 


335 


CI-Q-CH,- 


0 


3 


1 


- 


H 


-0%-N-C-O 


336 


CI-^-CHa- 


0 


3 


1 


- 


H 


P W CF3 


337 




0 


3 


1 


- 


H 


-CHa-N-C-£) 


338 




0 


3 


1 


- 


H 


CH 3 


339 




0 


3 


1 


R 


H 


0 , CF * 

-CHa-N-C-Q 


340 




0 


3 


1 


S 


H 




341 


Ct-Q-CH,- 


0 


3 


1 




H 


-<CH t fe-N-C-£) 
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Table 1.3 2 



Compel. 
No. 




k 


m 


n chirality 


R 3 


-(CH 2 ) F ^(CH 2 ) r Q-R 6 


342 




0 


3 


1 


H 


-CH-N-C-^ y 


343 




0 


3 


1 


H 


-CH-N-I-Q 
CH(CH 3 k 


344 




0 


3 


1 


H 


CHaCHpHsfe 


345 




0 


3 


1 


H 


-(CH2>3-C-^3 


346 




0 


3 


i 


H 


-(CHzfe- C-^^- OCH 3 


347 




0 


3 


1 


H 


-<CH 2 fc-C-^3"" CH » 
HaC 


348 


o-Q-CHr 


0 


3 


1 


H 


-(CHafe-C-Q-CH, 


349 




0 


3 


1 


H 


_CH 2-|-0" CH3 


350 




0 


3 


1 


H 




351 


«-0" CH2 " 


0 


3 


1 


H 


-CHj-N-C-O-CIV^J 


352 


a-Q"CH 2 - 


0 


3 


1 


H 


o 

-9H-0-C-N-Q 
CKj 
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Tabl 1.33 


Compel. 
No. 




k m 


n chirality 


R 3 


-^CHajX^CHaJg-Q-R 6 
R 5 


353 




1 2 


1 


H 




354 




1 3 


0 


H 




355 




1 3 


0 


H 


-CHa-N-C-^ 


356 


o-Q-av 


1 3 


0 


H 


9 g-n 


357 




1 3 


0 


H 


o 

-CHa-JfC-^ 


358 




1 3 


0 


H 


o 

-CHa-N-C-O 


359 




1 3 


0 


H 


-{CHafc-N-O-O 


360 




1 3 


0 


H 


-<CHa)a-N-C-0~ N0 2 


361 


\ / ^ 


1 3 


0 


H 


-fCKiW-O-/ - % 


362 




1 3 


0 


H 


-(CHah-C-^^OCHj 


363 


CI-^^-CHj- 


1 3 


0 


H 


-<QHa)s-cHp 
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Table 1.34 



Compd. 
No. 




k m 


n chirality 


R 3 


"iCHaJ^CHaJg-G-R 6 
R 5 


364 


CtH^-CHj- 


1 3 


0 


H 


-(CHJa-C-fJ 
H 3 CO 


365 


Ct-^^-CHi- 


1 3 


0 


H 


H a C 


366 


a-(3" CH »" 


1 3 


0 


H 


-(CHjfe-C-^^-OCHa 


367 


a-^y-cth- 


1 3 


0 


H 


-CCHaya-C-^^-CHa' 


368 


cj-^-ch,- 


1 3 


0 r 


H 




369 


CI-^^-CHa- 


1 3 


0 


H 


-(CH^-C-Q- 01 


370 




1 3 


0 


H 


-(CH^-C-'^-CXCHJaCH 


371 




1 3 


0 


H 


-(CHJ 2 -C-f>-§-CH3 
O 


372 


o-Q-ch*- 


1 3 


0 


H 


O 


373 




1 3 


0 


H 




374 




1 3 


0 


H 


S> _ < OCH3 

-(OjJfC-JHQ 
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Table 1.35 



Compd. 
No. 




k 


m 


n chirality 


R 3 


^CH2)i(CH 2 )5-Q-R 6 
R 5 


375 




1 


3 


0 


H 


-(CHjJs-C-W-^y 


376 




1 


3 


0 


H 




377 
378 
379 


a-^-CHj- 


1 
1 
1 


3 
3 
3 


0 
0 
0 


H 
H 
H 


Q 

-(CH^-CN-^^-C-CHa 


380 


a-Q-cHi- 


1 


3 


0 


H 


-<CH 2 fe-C-M.CH 2 -£^ 


381 




1 


3 


0 


H 




382 


CS-Q-CHi- 


1 


3 


0 


H 


-CHa-N-O-O-CHa-^^ 


384 
385 




i 
i 

2 
2 


•a 

2 
2 


n 

0 
0 


I X I 


GH, M 
-CHi-M-O-^^ 0 
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Table 1.3j6 



Compd, 
No. 


R 


k 


m 


n chirality 


R 3 


(CHs^CCH^-R 6 


386 


0-°"*- 


2 


2 


0 


H 




387 


Z \ fn t_.„ 

\y ^ 


p 




0 


H 




ooo 




2 


2 


0 


H 




389 




2 


2 


o 


H 


H \s=/ 


390 




2 


2 


0 


H 




391 




2 


2 


0 


H 


F 


392 




2 


2 


0 


H 


H 


393 


/ F= \_r>M_- 




£. 


V 


H 




394 


Q-CH*- 


2 


2 


0 


H 




395 


0- CH *~ 


2 


2 


0 


H 


-CHi-N-O-Q-Br 


396 


0" CH *" 


2 


2 


0 


H 
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Compd. 
No. 




k 


m 


n chirality 


R 3 


-(CHaJpl-tCHakj-G-R 6 
R 5 


397 




2 


2 


0 


H 


JLrC 


398 




2 


2 


0 


H 


-fCH^N-C-Q 


399 
400 


0-°"*- 


2 
2 


2 
2 


0 
0 


H 
H 


? w NOa 


401 


Q-cht- 


2 


2 


0 


H 


-<CH 2 ) 2 -N-O-^3^ 0OaCH3 


402 
403 




2 
2 


2 
2 


0 
O 


H 
H 




404 
405 

4oe 


\ f ^ 


2 
2 
2 


2 
2 
2 


0 
0 
0 


H 
H 
H 


t 


407 




2 


2 


0 


H 
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Table 1.38 



41 



Compel. « V^c^jj- k m n chirality R 3 ^CH 2 fc^CH 2 ) r G-R 6 

No. -K R 5 

408 O" 0 " 2- 2 2 ° " -iCH^-tti-^-F 

.409 O -0 " 4 " 2 2 0 - H -(CH 2)2 -N-0-^-Cf 



410 0"°^ 2 2 0 - H -f^fT^O 



CHaCHCCHafc 



411 O -0 "*" 2 2 0 - H "f"~fc^ 



412 O -0 "* - 2 2 0 - H . "^H-N-- 



CHj-CHCCHafe 




CHaCHCSHJs 



(S) P 

413 Q-OV 2 2 0 - H ^h-n^J-co^ 



414 O-OV 2 2 0 - H -fH-{* 




415 -O" 0 " 2 " 2 2 0 H 



416 O -0 "^ 2 2 0 - H -Ci 

CHjCHOCH^ 



CHaCH(CH3) 2 F 



p / 8r 

7 O -0 "*" 2 2 0 - H -f t+ -{r <> W 



418 O" -0 *" 2 2 0 - H J^t^nt^ 

CHjCHICHah 
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Table 1.39 



Compd. 
No. 




k 


m 


n chirality 


R 3 


R 5 


419 




2 


2 


0 


H 




420 




2 


2 


0 


H 




421 




2 


2 


0 


H 


CHzCHJCHJa 


422 




2 


2 


0 


H 


o 

CHjCHCCHafe 


423 




2 


2 


0 


H 


-CH-N-O-^J-^ 
CHjfCH^H^ 


424 




2 


2 


6 


H 


NO* 

CHjCHPHafe 


425 




2 


2 


0 


H 


(A) £^-v 


426 




2 


2 


0 


H 












V 


u 
rl 


ThM 


428 


O-CHa- 


2 


2 


o 


H 


-f H -jr c K = > 

CHzCHCCHJs 


429 




2 


2 


0 


H 


CHaCHfCHafe' 
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Table 1.40 



^N?* 1 " rS^ 0 " 2 ^ k m " chira,ft y 03 ~(CH 2 ) ? |^(CH a )5-G-R 6 



430 




2 


2 


0 


H 


CHjCHCCHafe. 


431 




2 


2 


0 


H 


CHjCHCCHfe 


432 


Q-CH*- 


2 


2 


0 


H 


CHaCHJCHjfe 


433 




2 


2 


0 


H 


CI 

— CH-N-C-f >-CI 
CHaCH^H^, 


434 




1 


3 


1 


H 




435 


■ ch-^^-cht 


1 


3 


1 


H 




436 




1 


3 


1 


H 




437 


Cl— ^^-CHf 




3 


1 


H 


— CHw-N-0-^""\ — COiCHi 


438 






3 


1 


H 




439 


CI-^-CH<- 




3 


1 


H 




440 






3 


1 


H 


_cH *"{r c ~o 
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Table 1.41 


No. Pr 


k m 


n chirality 


R 3 


-(CHafe^-tCHaJ^-G-R 6 
R s 


441 o-£y~CMr 


1 3 


1 


H 




442 a-^^-CHr 


1 3 


1 


H 


-CHrW-iKj 


443 a-^-av 


1 3 


1 


H 


-CHa-N-O-^-Br 


444 a-^^CHr 


1 3 


1 


H 




445 a-£^-CHr 


1 3 


1 


H 




446 a-^^-CHr 


1 3 


1 


H 




447 a-^^-CHr 


1 3 


1 


H 




448 a-^-CHr 


1 3 


1 


H 




>t/ir> Ct— 4 V-CHr 


1 3 


1 


H 




450 a-^-CHj- 

451 O-^^-CHr 


1 3 
1 3 


1 
1 


H 
H 
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Table 1.42 



C< l? 1pd " S>"< CH 2)r k m n chirality R 3 "(CHajicCHaJjpG-R 5 
No. Pr r 5 



459 Ct-4~>- OH,,- 2 2 1 



H 



452 Ci-O-CHf- 1 3 1 H ^ CHa)a _jX^ 

453 O-Q-CHi- 1 3 1 H ^chj 2 -^C-0 

454 0-0~ CH ^ 1 3 1 - H -^CH^N-O-^ 

455 d-^^-CHa- 13 1 - H . -(CT4ate-^-o-^3~ Br 



H 




456 O-Q-CHa- 13 1 

457 ca-Q-CHa- 13 1- 

458 d-^-CHa- 2 2 1- H -CJV-m-C-h^ 




H -CHa-N-C-Q 

o 

460 d-^^-CHj- 2 2 1 - H -CHa-M-C-Q -0 " 3 

461 O-Q-CHa- 2 2 1 - H -CHa-N-C-^ 

462 O-Q-CHa- 2 2 1 - H "CHa-N-C^Q 
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Tabl 1.43 



Compel. 

NO: 




k 


m 


n chirality 


R 3 


^CH 2 )^CH 2 ) Er G-R 6 
R 5 


463 




2 


2 


1 


H 


CH, 


464 


Cl-^^-CHa- 


2 


2 


1 


H 


o / 

-CHj-N-C-^3 - OCH 3 
OCHa 


465 




2 


2 


1 


H 


-CH 2 -N-C-0 


466 




2 


2 


1 


H 




467 




2 


2 


1 


H 




468 




2 


2 


1 


H 




469 


Ct-Q-CH*- 


2 


2 


1 


H 


-CHa-N-c-O 


470 


CI-Q-CHi- 


2 


2 


1 


H 


-CHa-J+C-Q-CN 


4.71 

*T / 1 


|"1 / >_ /Ml.— 


2 


2 


1 


H 




472 


O-Q-CH,- 


2 


2 


1 


H 




473 




2 


2 


1 


H 


-CHi-M-C-^^-OCH, 
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Compd. 
No. 




k 


m 


n chirality 


R 3 


-(CHaJp^CHaJ^-G-R 6 


474 




2 


2 


1 


H 


-CHa-pfC-^-CF, 


475 




2 


2 


1 


H 




476 


O-^-CHj- 


2 


2 


1 


H 


-CHa-N-C-^_J-NOa . 


477 


Ch-^^-CHa- 


2 


2 


1 


H 


- CHa-M" C~f^y~ OCH{CHafe 


478 




2 


2 


1 


H 


-CHa-N-O-^J 


479 




2 


2 


1 


H 




480 




2 


2 


1 


H " 




481 


Ct-^^-CH,- 


2 


2 


1 


H 


-CHa-^CHp 


4B2 


Ch-^^-CHz- 


2 


2 


1 


H 


-CHa-N-C-Tj 


483 


o-Q-cHa- 


2 


. 2 


1 


H 


O 

H S^ch 3 


484 




2 


2 


1 


H 


H 
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Compd. 
No. 




k 


m 


n chirafity 






485 


O-^^-CH,- 


2 


2 


1 


H 


O F*» 
-CH2-N-0-Q 

CF, 


486 




2 


2 


1 


H 




487 


Ct-Q'CH,- 


2 


2 


1 


H 




488 




2 


2 


1 


H 




469 




2 


2 


1 


H 


F,C 


490 




2 


2 


1 


H 


O _OCH2CH3 


491 




2 


2 


1 


H 


9 F W CFa 


492 


o-^^-CHr 


2 


2 


i 


H 




493 


a-^-CHj- 


2 


2 


1 


H 


°°W :F3 


494 


ct-(^-CHr 


2 


2 


1 


H 


F : 


495 




2 


2 


1 


* H 


-c*-{fc-Q 

F 
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Compd. 
No. 


£>-< CH *>r 


k 


m 


n chirality 




-(CHzJj^CH^-R* 
R 5 


496 


Ci-^^-CHa- 


2 


2 


1 


H 


o , CF * 

-CHa-N-C-Q-F 


497 




2 


2 


1 


H 


? HO ch,ch 3 ), 
n — 


498 




2 


2 


1 


H 


-CHj-N-C-^J 


499 


O-Q-CHj- 


2 


2 


1 - 


H 




500 


C*-0~CH*- 


2 


2 


1 


H 


-CHj-JfC-^^-OCHg 


501 




2 


2 


1 


H 


Br 


502 




2 


2 


1 


H 


-CHz-N-C-^J-F 


503 


O-Q-CH*- 


2 


2 


1 


H 


O _ < NO » 


504 


o-Q-chj- 


2 


2 


1 


H 


o -P 0 " 3 

OCH 3 


505 




2 


2 


1 


H 




506 




2 


2 


1 


H 





ffiIE# 2000-3070981 



11—220864 



[0 14 7] 
Tabl 1.47 



Compd. 
No. 




k 


m 


n chtrality 


FP 


R 5 


507 




2 


2 


1 


H 




508 




2 


2 


1 


H 




509 




2 


2 


1 


H 




510 




2 


2 


1 


H 


O rw« 
H ° CH 3 


511 




2 


2 


1 


H 


o 


512 


O-^J-CH*- 


2 


2 


1 


H 


0 CHCH 3 


513 




2 


2 


1 


H 


9 C-CH 3 


514 




2 


2 


1 


H 


o 

-CHj-M-O-^^-CfCHah 


515 




2 


2 


1 


H 


-CH a -N-C-O- CH « 0H 
H v = =3/ 


516 




2 


2 


1 


H 




517 




2 


2 


1 


H 
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^T 1 ** 1 - «i>"< CH 2^r k m n chirality R 3 -(CHaJ^CHjO^R 6 
No. Br k rS 



518 /^ch^ 2 2 1 - H — ch : 




9 



1 n a**- 2 2 1 H _#~u 




NH, 

519 OVO^ 

520 Ct-^^-CHr 2 2 1 - -ch 3 _ CH _ 




H 

P=3 



522 <K>C^ 2 2 1 - '^iW 

523 C^Q-CH. 2 2 1 - ^ CHz P 0 -^rO 

524 CHhQ-ch^ 2 2 1 - _ c P^q -CH^tj-LQ 

525 C-O-CH,- 2 2 1 - H -CH^t^" 3 

526 O-^y-CHt- 2 2 1 - H -ch^kkj-^ 

527 O-Q-OV 2 2 1 - H -ch^n-c^Q 

528 O-^^CH,- 2 2 1 - H "^^P^ 
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Table 1.49 



P^>< CH 2)r k m n chiraHty R 3 



-(CHgJfl-CCHa^O-Re 



529 




2 


2 


1 


H 




530 


d-^-CHs- 


2 


2 


1 


H 


p 0 


531 




2 


2. 


1 


H 




532 




2 


2 


1 


H 




533 




2 


2 


1 - 


H 




534 


yeay 


2 


2 


1 


H 


P ^ 
H 3 C 


535 




2 


2 


1 


H 


Py^ 


536 




2 


2 


1 


H 


H 3 C 3 


537 




2 


2 


1 


H 


H 3 C 


538 


o-0~ CH *" 


2 


2 


1 


H 


H>C 


539 




2 


2 


1 


H 
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Table 1.5 0 



Co ^ >d - J>"( CH 2)r k m n chirafity # -(CHaJ^tCHaJq-G-R 6 

540 .Cf-(>CHr 2 2 1- H - CH ^T^yG 

CH a 

541 CH-Q-C^- 2 2 1 H _CH ^£~ 



542 



545 



O-Q-CH,- 2 2 1 H _ CH;rN _t^5 

543 Ct-Q~ CH *~ 2 2 1 - H -ch^-m- 



HgN 

CH 2 CH a 



H 3 



544 ct-Q-CH,- 2 2 1 H _c H _^g_^ 



Cf-^-CHj- 2 2 1 H -CHf-N-O 




Cl 



546 Ct-Q-CH,- 2 2 1 - H --CHf-N-O-^ 



-CHj-pj-o-< >-ci 



547 o-^-ch*- 2 2 1 - h 

548 Cf-(~)-CH 2 - 2 2 1 - H -ch^n-c-^^J^ 

549 CI-^-CHj- 2 2 1 - H ~ CHa "lt 

OaN ; 

550 C-O^- 2 2 1 - H ^^-Q 




7 8 
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Tabl 1.51 



No. Fr R s 



551 Cl-Q-CHa- 2 2 1 H -CHjr^ 



552 Cl-^J-CHsr 2 2 1 - H -CH^-J+^ 



5S3 ct-£^-CH2- 2 2 



560 



561 



H 





9 pFa 




CF 3 



554 . C-Q-CH,- 2 2 1; H -^ST^ 



H 



555 O-^-CH,- 2 2 1 

556 O-O-CH,- 2 2 1 - H -^IT^ 

557 Ct-Q-CH*- 2 2 1 - H -iCHik-ff^ 

558 Ct-^-CH,- 2 2 1 H -cSn-C-hQ 

9 



559 0-Q-<^- 2 2 1 - H -^ C "0 

CH 3 C. 

O f 

CH(>CHr 2 2 1 - H -<^K=> 



O-O-CH,- 2 2 1 - H -^^^"<3 



CH, 

9 * 

I 

CH 3 
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Tabl 1.52 



568 



565 Ct-1 >-CH 2 - 2 2 1 



569 Ct-C >-CHa- 2-21- H 



C ° f ^ pd ' ^iX GH 2)r k m n chirality R 3 -(CHaJ^^Chys-G-R 6 

562 CI— £^~CH 2 - 2 2 1 - H -ch-n-c-^^ 

o , CF * 

563 CH-^^-CHj- 2 2 1 H -CH-N-C-^^ 



CH 3 F 3 C 

OCHaCHa 



564 Ct— ^^-CHz- 2 2 1 H — CH-N-C— 



f 

OCF 3 



566 CH-^^-CHa- 2 2 1 H ~?^fr^C5 



CH3 



567 CM^^-CHj- 2 2 1 H* -CH-£C-f^ 



Q-Q-CH 2 - 2 2 1 H -^H-N-O-^J 

CHj C 

-CH-N-C— f > 



O P F ' 



570 CK-^^-CHa- 2 2 1 H -CH-M-C-^3~ F 

0 «9 CHlCHJa 



I 

CH3 




571 CI-^^-CHa- 2 2 1 H -CH-J| 

572 O-^y-CHr 2 2 1 - H ~ < f H "H°\3 
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Table 1.53 

Compd. RS^cHgjj- k m n chirality R» -(CHate|-(CH 2 )5-G-R e 
No. Pr R s 



573 
574 


Ci-£^-CH,- 


2 
2 


2 
2 


1 
1 


H 

H 


CH 3 

O 

1 H S^ Br 
CH, 


575 


Cl-Q-CHa- 


2 


2 


1 


H 


T H 0^ CtpH3)3 
CH, 


576 


O-^^-CHa- 


2 


2 


1 


H 


-CH-M-O-f I 

| H 0-^sch3 
CH, 


577 
578 
579 




2 
2 
2 


2 
2 


1 
1 

1 


H 

H 

u 
H 


CH, 

. CH, 

-CH-»C-/j J 
CH, H 


580 


o-Q-ch*- 


2 


2 


1 


H 


Ob 


581 
582 


O-^^-CHa- 
O-^^-CHa- 


2 
2 


2 
2 


1 

1 


H 
H 


CH, 

H»C 

CH, 


583 


O-^^-CH,- 


2 


2 


1 


H 


CH 3 CHa 
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Table 1.54 



Compd. R V^ CH2 ^_ k m n ^[^1^ pp _ {C ,^^ (CH2) ^_ R 6 
No. Ft R 5 

o _^ p 

584 O-Och,- 2 2 1 - H 

CH 3 



587 ch-£^-ci*- 2 2 1 

588 o-^^-CHj- 2 2 1 



590 0-0~ CHjr 2 2 



594 Cf-^-CH*- 2 2 



H 



H 



H 



-CH-N-C-C 



585 CH-£^-CH*- 2 2 1 - H 

586 CH^»CH 2 - 2 2 1 H -CH-N-C-Q^CI 



CH 3 



I H 
CH 3 

O 

CH 3 



589 Cf-Q-CH^ 2 2 1 H -fH-ff >^ 



• CH 



'3 



O 

CH 3 



591 O-^-CH*- 2 2 1 - H -^tre-Q-MPW. 



CH 3 



p 

592 O-Q-CH,- 2 2 1 - H -ch-£C-hQ-och 3 



593 CH-O-CH,- 2 2 1 - H -CH-»S-<>CH 2 OH 



CH 3 



-<jIH-N-C-t >-OH 



8 2 
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Tabl 1.55 



Compd. 
No. 




k 


m 


n chirality . 


R 3 


R 


595 




2 


2 


1 


H 


"CH-N-C-^-COaCH, 


596 


Ct-^^-CHa- 


2 


2 


1 


H 


-CH-N-C-^^-C-CHa 
CHa 


597 




2 


2 


1 


H 


o 

CHj 


598 


O-Q-CHa- 


2 


2 


1 


H 


9 _ 
-CH-N-C— ? j 

CH, 


599 




2 


2 


1 


H 


CH, CH 3 


600 
601 
• 602 
603 


CI-^^-CHa- 
O-Q-CHa- 


2 
2 
2 
2 


2 
2 
2 
2 


1 
1 
1 
1 


I I I I 


O 

0 JOCH3 

| H 

CH3 

-CH-^C-Q 
CH, 

-CH-N-C-f > 
CHa 


604 


CI-Q-CMa- 


2 


2 


1 


H 


CH, H 


605 • 




2 


2 


1 


H 


CH» 



8 3 
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Table 1.5 6 



Compd. RS^ch^ k m n chirality R 3 -{CHzjifCH^-R 6 

NO. H R5 

606 o-o-c^- 2 2 1 - h -^b^G 

CH 3 



607 



608 



9 

o-Q-ch,- 2 2 1- H. -^"-^"Cs 

CH 3 

o-hQ-ch,- 2 2 1 - H ^^^o^ 



615 O-H^-CHa- 2 2 1 



H 



.609 Cf-O-CH,- 2 2 1 - H ~f^H°~C° 

CH 3 H 3 C 

610 Cl-0- CH 2- 2 2 1 - H ~ ( f H "H 0 ~0 

^— * CH, ~C 



611 d-Q-CHa- 2 2 1 - H _< f"~H C Vo 



CHa HaC 



612 O-Q-CHa- 2 2 1 - H 

CHa H>C 

613 O-O-CHa- 2 2 1 H ~f"1t^^o 

FjC 

614 CI-Q-CHa- 2 2 1 H "^H^V^ 



CH 3 F 3 C 



CH 3 



616 CI-(^-CHa- 2 2 1 H -CH-j 



CH 3 



CH, 



8 4 



2000-3070981 



[0 15 7] 



# ¥ 1 1-220864 



Table 1.57 



Co k ?lP d " "V^Oyp k m n chiraTrty R 3 

NO, 



-(CHaJ^CHaJ^Q-R 6 



617 o-^^-OV- 2 2 1 

618 o-Q-CHj- 2 2 1 

619 Cl-^^-CHj- 2 2 1 

620 Ci-Q-CiV 2 2 1 

621 ci-^^-CHr 2 2 1 



622 



O-QhCHs- 



2 2 1 



623 O-Qy-CHgT 2 2 1 

624 Ct-^-CH,- 2 2 1 



625 O-^-CHj- 2 



2 1 



626 Ci-£)-CHa- 2 2 1 

627 O-Q-CHi- 2 2 1 



H 



H. 



H 



H 



H 



H 



H 



H 



H 



T 

CH, 



CH(CHa)a 



O "y CN 



CH(CH 3 )a 
9 



CHfCHafc 
9 



-fa-Hi 



-CH-N- 
CH (CH3)2 



N<CH 3 ) 2 



OCH 3 



CH(CH 3 )2 
9 



9^ 



CH(CH 3 )2 



CH(CH3fe CF a 



-ch-»c-0 



OCHaCHj 



CHCCHJa 



8 5 
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Table 1.5 8 



C No ,d " R^ CH2)r k m n chiram y B 3 



~(CH 2 )p|-(CH 2 )^<3-R 6 
R • 



628 



635 



CHj- 2 2 1 . 



629 ci-^^-CH a - 2 



y — \ 

631 Cr-^^-CHj- 2 



634 Ct-£^-CH 2 - 2 



2 1 



630 CI— £^-CHg- 2 2 1 



2 1 



632 Cf-^j-CHr 2 2 1 

633 O-Q-CH*- 2 2 1 



2 1 



ct-O^CHr 2 2 1 



636 Ct-Q-CH 2 - 2 2 1 

637 Cl-£}-CH r 2 2 1 

638 Ci-^^-CHa- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH{CH 3 ) 2 

| H >«=/ 
CH(CH33 2 



CQ 2 CH 3 



OCF 3 



CHCCHafe 




CH(CH3>2 CF 3 



CHCCH 3 fe CF, 
O F P > 

CH(CH3) 2 F 
-CH-N-C-( = )-F 



CH(CH3) a 



CHCCHafe 



CHCCHJ, • 

9 w CHs 

— CH-N-C— f> 



CH-I 
I 

CH(CHj) a 



CHfCHaJj 

9 



~ < f H "K' c ~0~ CN 



miE£# 2000-3070981 



1 1—220864 



[0 15 9] 



Tab! 1.S9 



^fJT 1 JX CH 2)r k m n chirallty R» -(C^J^Chy^-G-Re 

639 C»-^-CH a - 2 2 1 H -CH-N-C-Q-N(PH,)a 

CHCCHak 

O 

640 O-^^-CHj- 2 2 1 H "'[""h ^"O" 00 " 3 

CH(CHa) 2 

641 a-Q-CHg- 2 2 1 - H -ijJH-i+c-Q-cb^, 

CH(CHaJa 

642 O-^^-CHj- 2 2 1 H ~ < f H "H C V=^~ C 

CH(CHa)2 

643 a-^^-CHi- 2 2 1 H -CH-N-c-^^-CF 3 

CHCCHafe 

644 CJ-Q-CHj- 2 2 1 H -CH-jfO-Q-CdSHa), 

645 O-^-C^- 2 2 1- H -CH-N-C-^-NHa 

CMCCHsJj 

O 



O-Q-CH^ 2 2 1 - H -f*-{f S "0 _CH2 ° H 



646 



647 CJ-Q-CHr 2 2 1 - H -ch-n-c-^J-c-ch, 

ch(CH& 

648 O-^-CH,- 2 2 1 H -^H-H-l^-cmCH^ 

CHiCHah 

649 Ct-Q-CHg- 2 2 1 - H ~f H-ff C-^^-OCHCCHrfa 

CH(CHa)a 
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Table 1.6 0 



650 



651 



O-^^-CHr 2 2 1 
Ct-£^-CH 2 - 2 2 1 



652 O-^^-Ofe- 2 2 1 



H 



H 




I H 

CHCCHalz 



P 1 



CH(<Hih 

CH(CHa) a 



653 



654 



O-Q-CHz- 2 



2 1 



Ch-^-CHj- 2 2 1 



655 ct-^^-CHj- 2 2 1 



H 



H 



CH{CHj) z 



CH(CHsfa 




656 Ci-^^-CHj- 



657 



660 O-^^CHa- 



2 2 1 



Cl-^^-CHr 2 2 



658 Cl-^-CHa- 2 2 1 

659 Ct-^^-CHa- 2 2 1 



2 2 1 



H 



H 



H • 



H 



CH<CH3) 2 
CH<CH3fe 



CHCCHjfe 
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Table 1.61 



Compd. 
No. 


pi 


k 


m 


n chirality 


r 3 


o4 

-(CHaJ^CHzJ^G-R 6 


661 




2 


2 


1 


H 


CHCCHafc OCH 3 


662 


a-£^-CH a - 


2 


2 


1 


H 


CHfCH^ CH3 


663 


Ct-Q-CHa- 


2 


2 


1 


H 


_^H-N-OhQ> 


664 




2 


2 


1 


H 




665 




2 


2 


1 


H 




666 




2 


2 


1 


H 


OHCHa)a 


667 


ct-^^-cHr 


2 


2 


1 


H 




668 


ct ~"0~ CH *". 


2 


2 


1 


H 


CH(CHa)2 


669 


CJ— C^-CHa- 


2 


2 


1 


H 




670 


Ct-Q-CHa- 


2 


2 


1 


H 




671 




"2 


2 


1 - " 


H 
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Table 1.62 



Compd. 
No. 




k 


m 


n chiralfty 


Ft 3 


-tCHzJpT^CH^-R 6 
R 5 


672 




2 


2 


1 


H 


CH(CH 3 )2 H 


673 




2 


2 


1 


H 


CeCH 3 )a 


674 




2 


2 


1 


H 


675 




2 


2 


1 


H 


CCCHgfe 


676 




2 


2 


1 


H 




677 


ca-^^-CHj- 


2 


2 


1 


H 


CHCCHafe CH 3 


678 




2 


2 


1 


H 


CHCCHafe 


679 




2 


2 


1 


H 


CH(CH,fe 


680 


Ct-Q-CHj- 


2 


2 


1 


H 


-CH-N-C^X^ 
CH(CH^j 


681 


a-0" CH »~ 


2 


2 


1 


H 


CH(CHa} 2 ^ 


682 


CI-Q-CHa- 


2 


2 


1 


H 
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Table 1.63 



Compd. 
No. 






m 


n chiraFlty 


R 3 


R 


683 




2 


2 


1 


H 


-? H -frHX SCH 


684 


O-^^-CHa- 


2 


2 


1 - . 


H 




685 


CI-^^-CHa- 


2 


2 


1 


H 




686 




2 


2 


1 


H 




687 




2 


2 


1 


H 


o 


688 


o-0~ CHa " 


2 


2 


1 


H 


-CH-N-C-O 


689 




2 


2 


1 


H 


O /» 


690 




2 


2 


1 


H 


o ® r 




pi / V— ni-u— 




<- 


1 

1 


H 




692 




2 


2 


1 


H 


O ,OC"3 


693 




2 


2 


1 


H 


-CI+N-C-f > 



9 1 
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Table 1.64 



Compd. 
No. 


£X CH *>r 


k 


m 


n chiralily 


R 3 


~(CH 2 )p|-{CH 2 )q-G-R 6 
R s 


694 


o-0~ CH2 " 


2 


2 


1 


H 


' p .OCHiCHa 
-CH-N-C-f? 


695 




2 


2 


1 


H 


O .O^zCHj 


696 




2 


2 


1 


H 




697 


CI-£^-CH 2 - 


2 


2 


1 


H 


-CH^CH^J^-CN 


698 




2 


2 


1 


H 


-CH-M-C-/3- n <PH 3 )2 

o 


699 




2 


2 


1 


H 


— CH-N- C-/>- OCH 3 


700 




2 • 


2 


1 


H 


-CH-N-Ct/ - Vc0 2 CH 3 


701 




2 


.2 


1 


H 


-CH-N-C-f VOCH, 


702 




2 


2 


1 


H 


P 6 — ^ 

O 


703 




2 


2 


1 


H 


-Cf+M-C-Q-CH(CH,fe 


704 




2 


2 


1 


H 


-CH- M-C-^V NO a 
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Tabl 1.65 


C ° N m o pd - %>< C »*- 


k 


m 


n chirality 


R 3 


-(CHafc^CHgJq-G-R 6 
R 5 


70S CI-^^-CHa- 


2 


2 


1 


H - 




706 a-^J-CHg- 


2 


2 


1 


H 




707 Ct-^y-CHz- 


2 


2 


1 


H 




708 O— ^^-CHa" 


2 


2 


1 


H 




709 a— ^^-CHj- 


2 


2 


1 


H 




710 Ctr-^^-CH*- 


2 


2 


1 


H 




71 1 a-^^-CHj- 


2 


2 


1 


H 




712 Ct-^^-CHs- 


2 


2 


1 


H 




713 Ct-\_^~CH£- 


2 


2 


1 


H 


\/ H 3 C 


714 Ct-^^-CH,- 


2 


2 


1 


H 




715 Ct-£^-CH 2 - 


2 


2 


1 


H 
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Table 1.66 



• *^X CH 2>T k m n chirality R 3 -(CHaJf^CHyjj-G-R 6 



716 


Cf-CJ-CH*- 


2 


2 


1 


H 




717 


CI-^-CHj- 


2 


2 


1 


H 


P £V N °2 

-£H-jc-£j 


718 


CI-O-CH,- 


2 


2 


1 


H 




719 




2 


2 


1 


H 


P rv 


720 


CI-^^-CH a - 


2 


2 


1 


H 




721 




2 


2 


1 


H 




722 




2 


2 


1 


H 




723 


a— ^^-Cfv 


2 


2 


1 


H 


— fcH-M-O— $ V— NH* 


724 


Ct-{^-CHa- 


2 


2 


1 


H 




725 




2 


2 


1 


H 




726 




2 


2 


1 


H 


JL/-\ "f 



9 4 ffiliE# 2000-3070981 



i 1—220864 

[0 1 6 7] 



Tabl 1.67 


No. Fr 


k 


IT) 


n chirality 


R* 


-(CHaJp-f-tCH^G-R 6 
R 


727 CJ-^^-CH a - 

728 CS-^^-CHa- 


2 
2 


2 
2 


1 
1 


H 
H 




729 ci-^^-ch,- 

730 ct-^^-CH,- 


2 
2 


2 
2 


1 
1 


H 

H . 


O 


731 Ct-^y-CHz- 


2 


2 


1 


H 




732 O-^J-CH*- 


' 2 


2 


1 


H 




733 c»— ^^-CHr 


2 


2 


1 


H 


HO CH(CH3)2 


734 d-Q-CHr 

735 Ct— ^^-CHa- 

736 O-^^-CHj- 

737 d-^^-CHj- 


2 
2 
2 
2 


2 
2 
2 
2 


1 
1 
1 
1 


I I I I 


o 

\/ H 2 N CF 3 



9 5 
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Table 1.68 


No. Rr 


k 


m 


n chiraPrty 


R 3 


-(CH 2 ) ? ? r (CH 2 ) r G-R 6 


738 a-^^-CHa- 


2 


2 


1 


H 




739 Ci-Q-c^- 


2 


2 


1 


H 




740 o-£^-CH 2 - 


2 


2 


1 


H 




741 ct-^^-CHa- 


2 


2 


1 


H 


P^NOa 


742 Cl-^^-CHa- 


2 


2 


1 


H 




743 CJ-^^-CHa- 


2 


2 


1 


H 




744 o-^^-cHa- 


2 


2 


1 


H 




745 CI-£^-CH a - 


2 


2 


1 


H 




746 CI-{^-CHa- 


2 


2 


1 


H 




747 Ct-^^-CHj- 


2 


2 


1 


H 




748 CI-£^-CHa- 


2 


2 


1 


H 
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Tabl 1.69 



Compel. 
No. 




k 


m 


n chirality 


R 9 


q4 

-(CHeJp^-fCH^-R* 


749 




2 


2 


1 


H 


o O 


750 




2 


2 


1 


H 




751 




2 


2 


1 


H 


_ C H-JH>-0 
CHjOH 


752 


O-^^-CHj- 


2 


2 


1 


H 




753 




2 


2 


1 


H 


CHzOH 


754 




2 


2 


1 


H 


CI * 

«QH- f H>-0 
CHzOH 


755 




2 


2 


1 


H 


CHzOH 


756 




2 


2 


1 


H 


CHzOH 


757 


Ct-^^-CHa- 


2 


2 


1 


H 


CJCHaCHa 
-QH-Jfc-O 

I H \=/ 
CHzOH 


758 


a-O-Clfe- 


2 


2 


1 


H 


p CO,CH 3 
CHzOH 


759 




2 


2 


1 


H 


CHzOH 



9 7 
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Table 1-70 



Compd. RV^c^yj- k m n chirality R 3 ^CHaJ-fCHzJa-G-R 6 
No. Rr " *rS 

760 CI-Q-CHj- 2 2 1 H -i^h-n-c-O^ 

CHjOH F 



761 Ch-Q-CHa- 2 2 1 H -<j* 



CHjOH 
9 




762 Ct-^-CHj- 2 2 1 H -<j**-N 

CHaOH 

763 Ct-O-CHs- 2 2 1 - H "f^tT^ 

CHjjOH 

764 Cl-O-CH,- 2 2 1 - H -^fT C_ 0 

CH3 

p -~F Ha 

765 Ct-^^-CH,- 2 2 1 - H -<p-{ft>-0 

CH 3 p —/"P*" 3 

766 Ci-Q-CH*- 2 2 1 - H -y-N-C-Q 

CH 3 

767 C^Q-CH*- 2 2 1 H _P j 4_^^ H ' 

9H3 p _y Br 

768 CH-Q-CH 2 - 2 2 1 - H -f-{f°-0 



CH a 

DCF 3 



769 Ct-£^-CH a - 2 2 1 - H -C- 



770 Ca-Q-C^- 2 2 1- H ^~ h" 




CH 3 F 



9 8 
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Table 1.71 



Compd. 
No. 




k 


m 


n chiralily 


R 3 


-(CHafcl-lCHa^R 6 
R 5 


771 




2 


2 


1 


H 


CH, 


772 




2 


2 


1 


H 


CH 3 


773 




2 


2 


1 


H 


— C— N-O-fl 

CH 3 " °^C(PH3) 3 


774 


Ct-^^-CH,,- 


2 


2 


1 


H 




775 


d-^^-CH*- 


2 


2 


1 


H 




776 


O-^^-CHr 


2 


2 


1 


H 




777 




2 


2 


1 


H 




778 


O-^^-CHa- 


2 


2 


1 


H 




779 




2 


2 


1 


H 


CH 3 


780 




2 


2 


1 


H 




781 




2 


2 


1 


H 


CH 3 H 



9 9 
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Table 1.72 



Compd. R^ch^- k m n chirality Ft 9 -(CH 2 )p?^CH 2 )^-R 6 

782 0-0- c "*- 2 2 1- H -HPKJ 

CH 3 

783 O-O-CH,- 2 2 1 H -f"V t>H 0 



785 Ci-0~ CHi " 2 2 1 



H 



CH 3 

784 a-0~ CHs! " 2 2 1 " ~f" 



CH 9 

CH 3 OCH 3 



786 OhQ-ch,- 2 2 1 H 



HjC— CHz 



787 O-Och,- 2 2 1 - H 7^-K-°-CJ 

HjC— Ofe 

788 C^Q-CH,- 2 2 1 H -^-tf-O-Ci 

HjC — CHj 

789 CH-Q-C^- 2 2 1 H 



HjC — CHl 



790 O-TVcH^" 2 2 1 - H "/ST 

H 2 C— CH a 



791 C^Q-CH,- 2 2 1 H 

HtC— CHj, 



792 Ch-Q-CH,- 2 2 1 - H 7V 

H a C— CHj 



10 0 
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Tabl 1.73 



C °K? ipd * !!i>-< CH 2*- k m n chirality R 3 -(CHgJ^CKy^-Q-R 6 

NO. fir R 5 



793 O-Q-ch,- 2 2 1 H "^"h"^"^^ 

• H 2 C— CHa 

794 O-Q-CHa- 2 2 1 - H 



798 O-Q-CH*- 2 2 1 

799 a-£^-CH*- 2 2 1 

800 Ci-^^-CH*- 2 2 1 

801 O-^^CHa- 2 2 1 



H 



H 



H 



HjO— CH 2 F 



795 Ct-^^-CH*- 2 2 1 H "TVJt^O^ 0 ^ 



HjC — CH* 



796 C^Q-OV 2 2 1 H 7V"^C^ 



797 CH-Q-CH*- 2 2 1 H -^-] 

HgC — GHz 



"C(CH3) 3 




802 2 2 1 H 

h^c— a 



HjCH 3 



803 Ct-O-CH,- 2 2 1 - H 

HjO— CH2 



fr°-0 



10 1 



2000-3070981 



1 1-220864 



[0 17 4] 



Table 1.74 



Compd. 
No. 




k 


m 


n chfrality 


R 3 


-(CHa)p?-(CH 2 )q<3-R 6 
Fr 


804 
805 
806 


cj-Q-ch,- 


2 
2 
2 


2 
2 
2 


1 
1 
1 


H 
H 
H 


HgC — CH 2 OCH 3 


807 




2 


2 


1 


H 


O 


808 


0-Q-CH2- 


2 


2 


1 


H 




809 


CI-Q-CHj- 


2 


2 


1 


H 


O 


810 




2 


2 


1 


H 


0 


811 




2 


2 


1 


H 




812 


ct-^y-CHa- 


2 


2 


1 


H 


O 


813 




2 


2 


1 


H 


<CH^-f-NH 2 
O 


814 




2 


2 


1 


H 


O 
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Tabl 1.7 S 



Compd. 
No. 




k 


m 


n chirality 


FP 


-(CHa^l-fCHaJ^Q-R 6 


815 




2 


2 


1 


H 




816 


O-^^-CHj- 


2 


2 


1 


H 




817 




2 


2 


1 


H 


o 


818 




2 


2 


1 


H 




819 




2 


2 


1 


H 


o 


820 




2 


2 


1 


H 




821 




2 


2 


1 


H 


CHsPCHs 


822 




2 


2 


1 


H 


-<fH-N-0-QT 
CH 2 OCH3 


823 


o-^y-cHi- 


2 


2 


1 


H 


O H 
CHgOCHa 


824 




2 


2 


1 


H 




825 




2 


2 


1 


H 


CHaOOH, ^ 
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Table 1.76 



Compd. RS^c^y— k m n chiraHty R* 
No. R 



-(CHaJ^CHaJ^G-R 6 



826 



CHr 2 2 1 



827 cH^-CHj- 2 2 



H 



H 




-CH-N-i 

T H CH 

CH 2 OCH 3 3 

-ctt-N-c-fr 



CH2OCH3 



H 3 O 



828 



O-^^-CH*- 2 2 1 



829 Ct-£^-CHj- 2 2 



830 ct-£^-CHi- 2 



2 1 



831 O-^^-CHj- 2 2 1 

832 Ct-^^-CH*- 2 2 1 

833 ct-^^-CH*- 2 2 1 



H 



H 



H 



H 



H 




-CH-N-C- 
I H 
CHzOCHa 



CHjOCH, . .f 

CH2OCH3 

CHaOCHa 




CHzOCHa 



— CH-N-C- 
CHjOCHa 




834 O-Qhch,- 2 



2 1 



H 



-<j;H-N-C 
CH20CH3 



835 Ct-^^~CH 2 - 2 



836 a-^^-CHj- 



2 1 



2 2 1 



H 



CH a OCH 3 



CHaOCH, 
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Tab! 1-77 



^fto*" r^ 0 " 2 *" k m n chira,it y R 3 -(CHaJ^I^CHgj^Q-R 6 



637 ct-^^-CHr 2 2 1 - H "f""?}"^"^^ 



— 

T 

CHgOCH, 

838 Ct-^J-CHa- 2 2 1 - H -^H-N-C-^J 

CHaOCHs 

839 Ct-^^-CHa- 2 2 1 - H -^it-fj-o-^^-OCH, 

CHzOCH, - OCH, 

840 O-^^-Ob- 2 2 1 H -(CH^-C-^^ 

841 Cl-Q-CIt- 2 2 1 - H -(CHafe-C-Q 

842 0-£J-CH2- 2 2 1 H -{CHafa-C-Qha 

9 

843 CJ-Q-CHj- 2 2 1 - H -CCMjfa-C-^J 

. . HsC 

844 Ct-^^-Ctfe- 2 2 1 H -<CHa>a-C-£^-CH3 

845 Ct-^-CHr 2 2 1 H -(CHafe-C-Q - JC"* 

9 

846 Ct-£^-C«a- 2 2 1 H -(CH^- C-Q~ °~C^ 



847 O-Q-CHa- 2 2 1 - H _ {CHafcr £_£^_ OC H 3 
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Table 1.78 



Compel. 
No. 




k 


m 


n chiralhy 


R 3 


R s 


848 




2 


2 


1 


H 


-iC»2hrC-(j-CH 3 


849 


O-C^-CHj- 


2 


2 


1 


H 


- 


850 


ci-0" CH *" 


2 


2 


1 


H 


-CHj-^-^^-CHj 


851 


o-^^-cht- 


2 


2 


1 


H 


O , CF 3 


852 




2 


2 


.1 


H 




853 


<*-0- ch *- 


2 


2 


1 


H 




854 




2 


.2 


1 


H 




855 


a-0~ CH *" 


2 


2 


1 


H 


-CHj-N-C-M-Q-CHa 


856 




2 


2 


1 


H 


o ^< CCH9 


857 




2 


2 


1 


H 




858 


Ct-Q-CH,- 


2 


2 


1 


H 


-CH 2 -N-C-N-Q-OCH 3 

i 
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Tabl 1.79 



Compd. 
No. 




k 


m 


n chirality 


R 3 


- Ft 5 


859 




2 


2 


1 


H 




860 


c»-(~)-ch j - 


2 


2 


1 


H 




861 




2 


2 


1 


H 




862 




2 


2 


1 


H 


-CHs-N-C-IJf-Q-CH, 


863 




2 


2 


1 


H 


-CH^N-C-N-O 


864 




2 


2 


1 


H 


-CHi-wJ-JJ-^-OCH, 


865 




2 


2 


1 


H 




866 




2 


2 


1 


H 


O 


867 




2 


2 


1 


H 


CF, 


868 




2 


2 


1 


H 


-cHs-jrf-O- 0 "* 0 "' 

H « W 


869 


a-O-CHr 


2 


2 


1 


H 


-CH J -I^|-/3" CH(CH3) » 

H o 



10 7 



2000-3070981 



m^- 1 1-220864 

i 

[0 1 8 0] 



Tab! 1.80 



Compd. 
No. 




k 


m 


n chirality 


R 3 


-(C^J^CHaJq-G-R 6 
R 


870 


CI-Q-CHj- 


2 


2 


1 


H 


o , CH » 


871 




2 


2 


1 


H 




872 




2 


2 


1 


H 


o 


873 




2 


2 


1 


H 


-CHj-N-C-OCJV^^ 


874 


Ct-^-CHj- 


2 


2 


1 


H 


O _f 

-CH-O-C-N-O 
CH a 


875 




2 


2 


1 


H 




876 


Br-Q-CH^ 


2 


2 


1 


H 


-CH2-{4-C-Q 


877 




2 


2 


1 


H 


o 


878 




2 


2 


1 


H 




879 




2 


2 


1 


H 




880 




2 


2 


1 


H 


-CHj-N-C-^J 
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Tab! 1.81 



Compd. 
No. 




k 


m 


n chirallty 


r 3 


~(CH 2 ) F |^(CH 2 )5-Q-R 6 


881 




2 


2 


1 


H 


9 W^ 3 


882 




2 


2 


1 


H 




883 




2 


2 


1 


H 




884 




2 


2 


1 


H 




885 


O 


2 


2 


1 


H 




886 




2 


2 


1 


H 




887 




2 


2 


1 


H 


9 W CfV 


888 




2 


2 


1 


H 


- CH ^K" C ~w 


Bob 




o 


o 


-i 
i 


n 


9 w CFa 


890 




2 


2 


1 


H 


o 


891 


ci-^-c«v 


2 


2 


1 


H 
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Tabl 1.82 



Compel. 
No. 




k 


m 


n chirality 


R 3 


-(CHaJ^CH^-R 6 
Fr 


892 




2 


2 


1 


H 


9 ^f 3 


893 


Q-CH 2 - 


2 


2 


1 


H 




894 


HOCH 3 
CMa 


2 


2 


1 


H 




895 




2 


2 


1 


H 




896 




2 ' 


2 


1 


H 




897 


HOjC_ 


2 


2 


1 


H 




898 




2 


2 


1 


H 




899 


.OCH3 


2 


2 


1 


H 




900 


HaCOjC-Q-C^- 


2 


2 


1 


H 


O 

-CH a -N-C-Q 


901 




2 


2 


1 


H 


9 w^ 3 

-CHj-N-C-^J 


902 


OjN 


2 


2 


1 


H 
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Tabl 1.83 



Compd. 
No. 




k 


m 


n chirality 


R 8 


R 5 


903 


HtCG 

OCHs 


2 


2 


1 


H 




904 




2 


2 


1 


H 


-CHj-N-C-^J 


905 




2 


2 


1 


H 




906 




2 


2 


1 


H 




907 


P 


2 


2 


1 


H 


-CHz "^ c "W 


908 




2 


2 


1 


H 




909 




2 


2 


1 


H 


O 


910 




2 


2 


1 


H 




911 




2 


2 


1 


H 


-CHs-N-C-^J 


912 


Br 


2 


2 


1 


H 




913 




2 


2 


1 


H 
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Table 1.8 4 



Compd. 
No. 




k 


m 


n chirality 


R 3 


-(CHj^CHjifcrG-R 6 
R 


914 




2 


2 


1 


H 




915 


Q-CHCHf 


2 


2 


1 


H 




916 


*0" CH2 ~ 


2 


2 


1 


H 




917 




2 


2 


1 


H 




918 




2 


2 


1 


H 


O , CF * 


919 




2 


2 


1 


H 




920 


,OCF a 


2 


2 


1 


H 




921 




2 


2 


1 


H 


-CH2-N-C-Q 


922 


t>-CHl- 


2 


2- 


1 


H 


-CH^-N-C-Q 


923 


9 
o-0" CH ~ 


2 


2 


1 


H 


? W CF3 


924 




2 


2 


1 


H 
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Table 1.85 



Compd. 
No. 




k 


m 


n chirality 




~(CH 2 )p%(CH 2 )5-G-n 6 


925 


HjN-O-^^-CHj- 


2 


2 


1 


H 




926 




2 


2 


1 


H 




927 


F3CQ 


2 


2 


1 


H 




928 




2 


2 


1 


H 




929 


HiCS-^^-CHf- 


2 


2 


1 


H 




930 




2 


2 


1 


H 




931 




2 


2 


1 


H 




932 




2 


2 


1 


H 




933 




2 


2 


1 


H 




934 




2 


2 


1 


H 


? w CF3 


935 




2 


2 


1 


H 


-CH*-N-0-£~£ 
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Table 1.86 



C °fS. Pd ' Ra^ CH2, 5~ k m " ^^'"y & "(CHa^tCHaJ^G-R 6 

936 <^£X- 2 2 1- H ^ 

937 (HjChN-O-CHj- 2 2 1 H -CHj-N-C-^^ 




938 2 2 1 - H _ a _ ^ 



939 ^/ == V J -«._ .22 1 



OH 





-CH.-N- 




940 ^CH^- 2 2 1 - H -CHr-fr 9 

941 0^>ch*- 2 2 1 - H -CH^nX^ 

942 O-^-CHz- 2 2 1 - H -CH-|JO-(^ 

CHCCHafe CP, 

943 a-^^-CHa- 14 0- H -CHf-N-C- 

944 O-^-C^- 1 4 0 H -CHtf-N-C-^ 

945 Ct-£^-CH z - 14 0 H -CHi-W-O-^^ 

946 Ch-Q-CH,- 1 4 0 - H -<CHj)i-N-C-Q-N02 
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Tabl 1.87 



Co^Pd- j^-lCKyj- k m n chirality R 3 -(CH 2 fe|^(CH 2 )q r <3-R B 

947 d-Q-CHj- 1 4 0 H -(c^fe-w-C-^^^DC^ 

948 Ct-nQ-CHz- 1 4 0 - H ^c^j^g-^^ 

949 Ci-^^-CHi- 1 4 0 H 



951 



H 



950 d-Q-CHj- 0 4 1 H -CH;r£- 



p p 

Ct-^-CHe- 12 0 R H -dfe-N-C-Q-O^-CH, 



952 O-^^-CKi- 12 0 R H _cH2-M-0-^-N(PH 3 fe 

953 a-O-CHi- 12 0 R H -(CH^N-O-Q-^^ 

954 Cl-O-CHi- 12 0 R H 

HjONH 

955 C^Q-CH,- 12 0 R H "(CH 8fe -N-Lp 

H3C-NH 

956 a-Q-CH,- 12 0 R H ^CH^jXp 

HO 

957 Ci-^^-CHa- 12 0 R H -CHr-{*-c-£3 
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Tabl 1.88 



Compd. 
No. 




k 


m 


n 


chiraihy 


R 3 


-(CHjJpf-JCH^-R 6 
R 


958 




1 


2 


0 


R 


H 


-KCHafe-N-O-^ 


959 


ci-Q-ch 2 - 


1 


2 


0 


R 


H 


j) p 


960 




1 


2 


0 


R 


H 


? ^ - 9 


961 


Ct-^^-CHa- 


1 


2 


0 


R 


H 


-CHa-N-O-Q-M-CHg 


962 


Ct-Q-CHj- 


1 


2 


0 


R 


H 




963 


Ct-^^-CHa- 


1 


2 


0 


R 


H 




964 


ci-£^-ch 2 - 


1 


2 


0 


R 


H 


-CHr-MJ-^-COaCHa 


965 


Ci-^^rCHa- 


1 


2 


0 


R 


H 


-<CH 2 ) 2 -N-C-^^— CO sCH 3 


966 


ct-^_y-CH 2 - 


1 


2 


0 


R 


H 


-CHz-N-0-^y-O-CHa 


967 


CI-^^-CHj- 


1 


2 


0 


R 


H 


-{CHaJa-N-O-Q-O-CHa 


968 


C»-Q~CH 2 - 


1 


2 


0 


R 


H 
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Tabl 1.69 



Compd. 
No. 




k 


m 


n 


chiralHy 




-(CHzJ^CHaJ^G-R 6 
R 


969 


Cf-^^-CHj- 


1 


2 


0 


R 


H 




970 


CI-^-CHj- 


1 


2 


0 


R 


H 




971 




1 


2 


0 


R 


H 


p v-" *3/2 

"(CHjJj-N-O-Q 


972 


O-Q-CHa- 


1 


2 


0 


R 


H 




973 


CI-^^-CM2- 


1 


2 


0 


R 


H 


P w 2 


974 




1 


2 


0 


R 


H 




975 


o-^^-chj- 


1 


2 


0 


R 


H 


-(Oyj-N-C-Q-NHa 


976 




1 


2 


0 


R 


H 


P ^ 


977 




1 


2 


0 


R 


H 


-(CH 2 ) a -M^-0 


978 




1 


2 


0 


R 


H 


P w**' 


979 




1 


2 


0 


R 


H 


P J-J** 1 
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C( j^ pd - "^XCHaJp k m n chfralily R» -(CH 2 ) f ^(CH 2 )^<3-R 6 
_ _ _ - 

N-0-CH3 



985- 



986 ^"^"O^ 12 0 R H 



987 2 2 1 - H 



1 4 0 - H 



P 

N-C-CH, 



980 Cf-£VcH 2 - 12 0 R H 

981 ci-0- CH 2" 12 0 R H f J' 

982 O-Q-CHi- 12 0 R H "^"^fT^f) 

983 O-Q-CHa- 12 0 R H "(CH^M-O-O 

984 Ct-^y-CHz" 12 0 R H -CHa-N-C-^^-CHzOH 



CJ— ^^-CHj- 1 2 0 R H ^OWr-N-O-^^-CHzOH 

1? 



H 





o 

O 

988 cr-^^-ctv 

989 Cl-^^-Ct^- 14 0- H -CHj-N-O-O-CHr^^ 

n 

990 o-Q-CHi- 1 4 0 H -CHr-r^-O-^) 
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TabI 1.91 



Compd. 
No. 




k 


m 


n chiraflty 


R 3 




991 


Ct-Q-CHz- 


1 


4 


0 


H 




992 


Cl-^^-CH2- 


1 


4 


0 


H 


-<CH 2 ) 2 -0-^^-OCH 3 


993 


Cl-^^-CHa- 


1 


4 


0 


H 


HaC 


994 




1 


4 


0 


H 




995 


O— ^^-CHg- 


i 




D 


H 




996 




1 


4 


0 


H 




997 




2 


2 


1 


H 


CHaCH(PH& 


998 




2 


2 


1 


H 


CH a CH(ChU2 


999 


O— C^-CtV- 


2 


2 


1 


H 


CHjCHfCHj^ 


1000 


tt-^^-CHj- 


2 


2 


1 


H 




1001 




2 


2 


1 


H 





119 



2000-3070981 



1 1-220864 



[0 19 2] 
Table 1.92 



1002 Cf-Q-CH,- 2 2 1 - H -J^ff^C^ 011 

CHjCKCHjfe . 

003 ci-£"^-ch,- 2 2 1 H _< f H -{J- c -0 



1 



1 



1009 ct-^^-CHr 2 2-1 



1 



1011 O-Q-CHj- 2 2 1 

1012 Ct-Q-CH,- 2 2 1 



H 



H 



CHaCH(Chy 2 
? 



1004 Ct-£)-CH a - 2 2 1 K -j»-fl- 

CH 2 CKCHj1j "OCH3 




H, 




005 Ch-0- CH *- 2 2 1 - H -ijH-jft^-OCH, 

1006 Ch-Q-CH,- 2 2 1- H -j5H-JM>-Q--OCH a CH 3 



CHsPKCHafe 

O PCH*CH 3 



1007 C^O^ CH2 " 2 2 1 - H -CH^j-c-Q-CCH^ 

1008 «Och*- 2 2 1.- H 

o 



o 



010 C^O-CH,- 2 2 1 - H ( E2p^ 



O 



12 0 
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Table 1.93 



k m n chiralrty R 3 



^CHzJp-j-CCH^-R 6 
R 5 



1013 O-Q-CHj- 2 2 1 

1014 Ct-^^-CHj- 2 2 1 

1015 Ct-Q-CH*- 2 2 1 

1016 CJ-Q^CHr .220 

1017 2 2 0 

1018 Cf-^^-CHj- 2 2 1 

1019 O-^-CHaT 2 2 1 
1020 # O-^^-CH*- 2 2 1 



1021 



2 2 1 



1022 O-Q-CHj- 2 2 1 

1023 a-£^-CiV 2 2 1 



H 



H 



H 



H 



H 



H 



H 




OCHjCHL, 



? _/ OC ^ CH » 
-WJ-C-^^OCHiCHa 



H 




H 3 
OCH2CH3 



OCH^CH 3 



HjCH 3 




H 



CH3 OCHs 
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Table 1.94 



C< JJJ 5d - j^KCHafc- k m n chirality R 3 ^CHaJpjf^ 



CHaJq-G-R 6 



1024 



1026 



1027 



1028 



1029 



O-^^CHj- 2 2 1 



1025 Cf-^^-CHs,- 2 2 



Cf-^-CHz- 2 2 1 

d-Q-c^- 2 2 1 

Ct-^-CHr 2 2 1 

O-Q-Ofc- 2 2 1 



1 030 o-^^-CHt- 2 



2 1 



1031 O-^^-CHj- 2 2 1 

1032 d-Q-CHz- 2 2 1 

1033 Ci-Q-CHa- 2 2 1 

1034 a-^^-CH,- "2 2 1 



H 



H 



H 



H 



H 



CHs OCH3 



/DCH2CH 3 
CT -OCH2CH3 

— ^ ""fj" C ^^_? — 00 H aO W 3 
CH3 OCH^CH 3 

-OCH 3 



-? H -^r c " H 0° 



CH a 



HaCF 3 



—CH- N-C- ^ , 
J H V=< 

CH 3 OCHzCFa 

(s) .9 ^ OCH2 ° H3 



OCH3 



CH 3 
CH 3 

-CH^O-Q 

CHg r- 

CH 3 

-^H-N-C-^^-OCHa 
CH 3 OCH3 



OCH3 
HaCHa 
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Table 1.95 



Compd. RS^ CH2)r k m n chirality Ft 8 -iCH 2 )i<CH 2 >5K3-R 6 

No. FT R s 

_______________ - r 



1038 a-^5~CHa- 2 2 1 



1042 Cf-^5~CHa- 2 2 1 



1044 O-^^-CHj- 2 2 1 



H 



1035 O-^-CHj- 2 2 1 H -CH-^C-Q-OCHjCH, 

CH 3 

:HjCH 3 



1036 O-Q-CH,- 2 2 1 - H -CH-fvhC-^V-OCHsCH, 

*~ CHa OCHiCH, 



1037 2 2 1 H -^H-N-C-Q-OC^ 




(A) 

H -CH- 



CH, 



1039 2 2 1- H -9**- 



CHa OCHaCF, 




1040 Ct-Q-CHj- 2 2 1 - H ~C* 

CH, 

(A) ? 

1041 O-^-CHz- 2 2 1 H -f 4 ^ 




CH3 



1043 Ct-Q-CHj- 2 2 1 H ~ CH *~h 



H 2 N 




9 



1045 o-Q-ch,- 2 2 1 H -CH*-] 

HaN 



HjfN 



12 3 
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Table 1.96 



C< J^ pd - p^>-(CHa)r k m n chirality R 3 ^CHafcl^CHj^-ft 6 

? 5 



1053 



1046 Ct-^^-CHz- 2 2 1 H — CH^-N-O-^^i 

HzN C 

1047 Ct-£^-CH 2 - 2 2 1 - H -ch^-n-c-^^" 3 



HjN CH3 



1048 O-^^CHj- .2 2 1 - H ~~ CH *~h 

H2N OCH3 

1049 O-^^CHir 2 2 1 H -CHg-jsK 




1 050 Cl-£^-CH 2 - 2 2 1 H "^""ff^C^ 



H 2 N Br 

OCH3 



1051 cr-^^-CHj,- 2 2 1 " - H "^""h^^"^^ 

CH 2 CH{CH3J2 

1052 a-^^ov 2 2 1 H ^h-nX^^kx;h3 



CHaCHCCHafe OCH 3 



OCHzCHa 



Cl-£^- CHj- 2 2 1 H ^H-^O-'^^-OCHsCHa 



CHjCH^HaJa 



1054 0-Q-CH2- 2 2 1 - H -JH-N-0-< >-OCH 2 CH 3 




1055 Ci-^^-CHj- 2 2 1 - H -^H-N-^ 



CHaCHOCHjJa OCHsCH 3 
HjCH, 




CHjCHtCHafc 



« 9 5T Fs 
— ch-n-c-c > 



1056 Ct-^^-CHj- 2 2 1 H -^H-r*- ^ 

CHaCHtCHJj OCHjCF, 



12 4 
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[0 19 7] 



Tabl 1.97 



C °rIto Pd ' r^ cM 2^T k m n chirality R» 



-(C^fe-hiCHsJ^-G-R 6 
R 5 



1 057 Ct-^y-CH,- 2 2 1 



1 058 CI-^^-CHj- 



1063 



1 066 Ct-^^-CHr 



2 2 1 



1 059 Ct-^y~CH£- 2 



1061 a-^y-CH*- 2 



a-^y-cHf 2 



2 1 



1060 Ct-^J-CHs- 2 2 1 



2 1 



1062 o-QPcH*- 2 2 1 



2 1 



1064 Ct-^^-CH2- 2 2 1 

1065 CI-Q-CHa- 2 2 1 



2 2 1 



I067 Ct-£^-CHi- 2 2 1 



-H 



H 



H 



H 



H 



H 



H 



w 9 

CHaCH^Hsb 




H 3 



— CH-fsh 
I H 
CHaCHtCHaJa 



CHaCHCCHsb 

-^H-JhO-^J-OCHa 
CHaCHCCHJa 

CHaCHCCHafe OCHaCF 3 

CH2CHPH& 




(«) 9 
tfl) 9 

TIT 



H 3 




CHaCHCCHab OCH3 



<*) 9 
CHsCHfCKafe 




<fl) 

fl 



OCH 3 



12 5 



2000-3070981 



1 1—220864 



[0 19 8] 
Table 1.98 



Compd. 
No. 




k 


m 


n chirality 


R 3 


_4 

^CH 2 )srT7<CH 2 )5-G-R 6 
R 5 














^tpH-J^C-^^OCHaCHa 
CH 2 CH(CH^2 


1068 




2 


2 


1 


H 


1069 


a-^^-CHj- 


2 


2 


1 


H 


O PC H2CH3 
-CH-M-O-^VoCH^CHa 
CH 2 CHtCHj2 OCHjCHa 


1070 




2 


2 


1 


H 




1071 


Ct-^^-CH 2 - 


2 


2 


1 


H 




1072 




2 


2 


1 - 


H 


CHjOCHf^ 


1073 




2 


2 


1 


H 




1074 




2 


2 


1 


H 




1075 




2 


2 


1' 


H 




1076 


CI-^^-CHa- 


O 
£. 




i 


H 




1077 




2 


2 


1 


H 




1078 


a-^-CHa" 


2 


2 


1 


H 





12 6 
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[0 19 9] 



Tabl 1.99 



Compd. f Y>-(CH2)r k m n chirality 
No. Pr 



R 3 



-(CHa^CHsJ^Q-R 6 
R 5 



1079 Cl-£^-CHr 2 2 1 

1080 ci-£J-C*v 2 2 1 

1081 Cl-^^-CHi- 2 2 1 

1082 CI-^^CHa- 2 2 1 
1.083 CJ-£^-CHi- 2 2 1 
1084 Cf^)-CHz- 12 0 R 



1 085 Ct-^^CMj- 1 



2 0 R 



1086 Ct-£^-CHa- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



OCH, 



r°"0 





H 



— GH^— N- 



HzN 



1087 O-Q-CIV 12 0 R 



H 



1088 Ct-Q-CHa- 12 0 R 



H 



1089 ct-^^-CHr 12 0 R 



H 



12 7 



ffiU4# 2000-3070981 



# 1 1-220864 



[0 2 0 0] 



Tabl 1.100 



Compd. "^.(ch^ k m n chirality R 3 



1 090 Ci-^^-cnr 



1091 



1092 



1093 



Ct-^^-CHj- 

1094 ct-£^-CHa- 

1095 Cl-^^-CHa- 
Ct-Q-CH 8 - 

Ct-^^-CHa- 



1096 



1097 



1098 



1099 



1100 o-Q-CHa- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CHa-t*-' 



H 2 N 



— CH 2 CH^-N- 



— CHaCHr- 



H 2 N . 



H 



— CH 2 CHa— 



H 



-CH 2 CH2-j 



fir 



H 



H 3 



-CHa-N-O-^-F 



-CHj-N- 




12 8 



m£E4f 2000-3070981 



1 1—220864 



[0 2 0 1] 



Table 1.101 



Compd. R V^CH2V- k m n chlrality R 3 -(CHa)^?^ 0 ^)^ 06 
No. R 



1101 o-^-Oh- 12 0 R 
C-Q-CHj- 12 0 R 



1102 



1103 



1106 



1108 



1109 



1110 



1111 



HsC-Q-CH*- 12 0 R 



1104 HaC-^-CH^ 1 2 0 

1105 HaC^^-CH*- 12 0 



HaCJ-^-CHr 12 0 R 



1107 H,0-^-CHi- 1 2 0 

rt-CHa- 1 2 0 
CH3 

gVcH*- 1 2 0 
CH, 



12 0 B 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



R 5 

-CHf-N-C-^-N 



-CHg- 




N0 2 



CH 3 





-CHi-M-O-^^-CHa 
? 




H 



N0 2 



H 



H 





* H 



-CH.TN- 





12 9 



ffi|E# 2000-3070981 
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[0 2 0 2] 



Table 1.102 



k m n chirality R 3 



-(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



1112 



1117 



CH 3 



1113 O-Q-CHs- 

1114 Ct-^^-CHj- 



12 0 R 



2 2 1 



2 2 1 



1115 o-^^-CHjr 2 2 1 

1116 d-^^-CHa- 2 2 1 



a-Q-CHa- 



2 2 1 



1118 O-jt^-O- 0 *- 120 R 

1119 HaCS-^^-CHa- 12 0 R 



K3« 



ch*- 12 0 R 

OCH 3 

12 0 R 



1120 



1121 



1122 HiCfeCH-\^-cH*- 12 0 R 

CK(CHa)i 





H 



H 



H 



H 



H 



H 



H 



H 



— CH4-N- 
H 



-CH2-I 



9 



H 



-CH*-hl-i 
H 



-CHa-N-, 



— CKj- 





-CHr-N-c-^J 



— CKa-M-i 



— CHa-»*-< 



-CHa-N- 



PF 3 



pp 3 



13 0 
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Tabl 1.103 



Compd. "/V-jCHpV- k m n chirality R 5 

No. Vr 

1123 (SK^ 1 2 ° " " -CH,-N-L^ 3 

^Y^^ 1 2 0 R H -CH^N-t^ 3 



1124 



1128 



1132 o-O-CHa- 2 



2 1 



1133 «,^>CH,- 1 2 0 R H 



1125 C^Q-CH. 2 2 1- H 

1126 CHhQ-c^- 2 2 1 - H l^cT 



127 CJ-^-CH^- 2 2 1 - H 

2 2 1 - « 




1129 C^Q^"- 2 2 1 - H . 

1130 OHQ-CKr 2 2 1 - H "J^g 

1131 oO-CHr 2 2 1 - H ~rf^ 



13 1 



ffilE^ 2 0 0 0- 



• # 

[0 2 0 4] 
Table 1.104 



1 1-220864 



1134 

HjCO 

C 




1135 . o-\_f-CHi- 12 0 R H 



1136 



^hkT 6 ' r^^ 0 " 2 ^ k m n chirality R 3 ^CH 2 ) ir |^CH 2 )5 r G-R 6 
HaCCy^-CHf 12 0 R H .ch^SL^^ 3 



-CH^-N-C 

PF 3 




1137 £^-CH*- 1 2 O R H -ch.-nJ-S^ 

Br 

1138 C^-CHr 12 0 « H -CH^j ? 

1139 Q-tCHjfe- 1 2 O R H -CHj-N-C-^^ 

1140 <^}-CH*- 12 0 R H -cH^rjl-^ 



H 




9 



1141 

1142 ^y_J~™*~ 12 0 R H 
O-c 

1144 H3 °^^-CH 4 - 12 0 R H -ch^-n.^-^^ 3 



1143 obb— 1 2 0 R H -^r^cT 



13 2 



ffiIE# 2000-3070981 



11 — 220864 



# 



[0 2 0 5] 



Table 1.105 



R 9 -(C^JptiCHateO-R 6 
R 



1145 



HjCO 
HaCO-Q-CH*- 



12 0 R 



NO, 



1146 O -o<,0 -O- CH< - 12 0 R 



1147 fbC-o-fj-^^-CHr- 



1148 



1149 



1150 



1151 



1152 



1153 



1154 



1155 



CH 3 
CH a 
CH, 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



Hr . 1 2 0 R 



CHjr 12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— CHf- 




9 



H 




HaCHa 



H 



-CHa-JJ-i 



H 



H 



,CH 3 



K 



13 3 



2000-3070981 
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Table 1.106 



C No* l ~ S^ 0 " 5 *" k m n chiralrty FP 



-H 2 ) ? |-(CH 2 )5-G-R 6 
R 5 



1156 



1157 



1158 



1159 



1160 



1161 



1162 



1163 



1165 



CH, 

JP"* 

CH, 

CHj 
CHa 

rt-CH*- 12 0 



12 0 R 



12 0 R 



12 0 R 



CH 3 
H 3 




CHg- 12 0 R 



CH3 




PH 3 

H 3 CO-^-CHf- 



H a C 



H 3 i 




12 0 R 



12 0 R 



12 0 R 



1164 /""\ J 12 0 R 



H 3 CO-Q-CH<- 



CHs- 12 0 R 



1166 Y*^^- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 p^CCCH 3 h 




HgN CI 
,OCH 3 




H 3 



H 2 N OCH 3 



H 2 N Br 



—CHa-: 




9 



H 



— CH*H 




H 



13 4 
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[0 2 0 7] 



Table 1.1UT 



Co f JJ 5d - p^XChy,- k m n chirality FP 



-(CHaJ^WCHa^G-R 6 



1167 a-^^-CH*- 2 2 1 



1168 



12 0 R 



1169 ^T^-OV 1 2 



1170 



H 



1 172 ct-^^-CHa- 



1177 



0 R 



12 0 R 



.1171 (X-^y-****- 12 0 R 



12 0 R 



1173 a-£^-CHs- 12 0 R 

1174 a-^y-CHf 12 0 R 

1175 HsO-^^-ch*- 12 0 R 



1176 HaC-^^-CHa- 12 0 R 



HjO-^^-CHa- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— CH^-i 




H 



-CHa-»J-0-( a= )-Br 



-CHr-fr 



OCH3 



' -CH2-N-C-^^L 



H 
H 



13 5 
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Table 1.108 



p^>-( CH 2)T k m n chirality R 3 ^C^J^CHafcpG-R 6 
1178 HaO-Q-CHj- 1 2 0 R H -C^-N-C-^^ 

-CHa-N-O-fJ 



H 



1181 Kf-C"*- 1 2 0 R H 

CH, 



1182 

CH, 

1183 ^ 

CH, 



1184 



1186 

CH, 



1179 H 3 C-^^-CHa- 12 0 R 

1180 HaC-^^-CHa- 12 0 R H -CH^-r*- 



H 




H 

OH 



CH, 

1 2 0 R H " C ^H^X7 

CH, " 

^-CHf- 1 2 0 R H _CH ^h°~CGX 

gV-CHs- 1 2 0 R H -CHr-N- 

* U Ki 



CHs p "v* 02 

rt-CHs- 1 2 0 R H 

CH, . H 2 N 

^"CHi- 1 2 0 R H _CHr H^CO 



1187 O-^-CHi- 2 2 1 H _ CHa _J£-£^L 

1188 a-O-CHr 2 2 1 - H -c^-M-c^Qf 

H 



13 6 ftJH# 2000-3070981 



i 1-22086 



[0 2 0 9] 
Table 1.109 



Compd. 
No. 




k m 


n 


chiralfty 


R* 


-(C^J^CHaXj-G-RS 
R 5 


1189 




2 2 


1 


- 


H 


H 


1190 




2 2 


1 


- 


H 




1191 


CH, 


1 2 


0 


R 


H 


F 


1192 


PHs 
CH, 


1 2 


0 


R 


H 




1193 


CH3 
CH, 


1 2 


0 


R 


H 




1194 


CH, 


1 2 


0 


R 


H 


-CH^nI^ 


1195 


PHs 
CH, 


1 2 


0 


R 


H 




1196 


CH, 


1 2 


0 


R 


H 


-cht-n-o-^ 1 


1197 


CH, 


1 2 


0 


R 


H 


— CH^Nf-C— f > 


1198 


CH 3 


1 2 


0 


R 


H 




1199 


CH, 


1 2 


0 


R 


H 


-CH^N-t^" 3 



13 7 



ffilE^ 2000-3070981 
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Table 1.110 



-(c^ttrtcHs^-R 6 

R s 



1200 



1201 



1202 



1203 



CH 3 



-Hr 12 0 R 

•CH 3 

^-CHf 12 0 R 

CH, 

^-CHr 12 0 R 

CH a 

H 3 C-^^-Ci^r 12 0 R 



1204 HaO-Q-CH^ 1 2 0 R 

1205 . H 3 c-£^-~CH*- 12 0 R 



1206 "aCHO"" 0 "*" 



12 0 R 



1207 HaO-Q-CHar 12 0 R 

1208 HaO-^^-CHa- 12 0 R 

1209 HaO-^^-CH*- 12 0 R 



1210 HaC-^^-CH^ 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



LrC 

9 

c- 

AT 



H 




-CH2- 



H 





H 



9 




— CHf-N- 



— CHj— N" 



13 8 
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Table 1.111 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


R* 


1211 




1 


2 


0 


R 


H 




1212 


HaO-Q-CHa- 


1 


2 


0 


R 


H 




1213 




2 


2 


1 


- 


H 


F 3 C 


1214 




2 


2 


1 


- 


H 




1215 


O-^-GHa- 


2 


2 


1 


- 


H 


-CHa-j*^-^ 3 

CI 


1216 




2 


2 


1 

i 


— 


H 




1217 


a— £^-cna- 


1 


2 


0 


R 


H 




1218 




1 


2 


0 


R 


H 




1219 




1 


2 


0 


R 


H 


SLrC 


1220 


ci-^-CHr 


1 


2 


0 


R 


H 




1221 




1 


2 


0 


R 


H 


HaN«* 



13 9 
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Table 1.112 



1 



222 a-Qy-CHr 1 2 O R H "^"h^C-^" 3 



1223 ChOch, 1 2 O R H 

1224 o-Q-CHa- 1 2 O R H -ch^-n-&-^^ 



1225 H,o-£^-CHr 1 2 O R H -CKa-N-r* 



HO 

Fa 





? 



1226 HsO-^^-CWj- 1 2 0 R H 

1227 HaO-Q-CHi- 12 0 R H ^^^^.^ 
1226 H3O-Q-CH2- 12 0 R H -Ch^-N-O-^! 

1229 H,0-^-CHi- 1 2 0 R H -Ka^o-/3-F 

1230 HaO-^^-CHj- 1 2 0 R H -«V JfO-^jT 0 



H 




1231 »»o-^^-cm<- 1 2 0 R H 

1232 HaC-^J-CH*- 1 2 0 R H ^^fr^ - ^!^ 



14 0 
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Table 1-113 



Compd. RS^ch^v- 
No. Pr 



k m n chirality FP 



1233 



PH 3 
CH, 

CHs 
CH 3 
CH 3 
CHs 
CH, 

1241 Cl-Q-CHi- 



H,r 1 2 0 R 



1234 



1235 



1236 



1237 



1238 



1239 



1240 



CH 3 
CHg- 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2 2 1 



1242 O-Q-CHa- 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



-(CHaJpl-CCH^Q-R 6 
R 5 



— CHf-N-l 



-CHj-l 




9. 



-CHjf-l 




-CHa-jho-^* 0 



1243 CI-(^-CHi- 2 



2 1 



H 



-CHi-J 




14 1 
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Tabl 1.114 



Compd. RS^cHgJr- k m n chirality R 3 "^CHafctfCHa^-R 6 
No. Pr R 5 



1244 CH-^^-CHi- 2 2 1 

1245 Ch-^^-CHa- 2 2 1 



HaN 

I 

H — CHy-N- 



— CHj-N- 

id 

HaN 



1246 Ch-^-CH^- 2 2 1 - H -c^-rj-tnTr 0 " 3 

1247 »-£^-CHi- 2 2 1 - H 



H 



-CHy-l 
H 




1248 o-Q-CHr 2 2 1 - H -CH^fJ-^"^ 

HO 

1249 O-^J-CHf- 12 0 R H -CHfrJf 



1250 HaO-^^-CHa- 12 0 R H _ CHr ^.J_^^ 

1251 J^**" 12 0 R H .cHj-pX^l, 



O 



CH 3 

1252 a-^^-CH*- 12 0 R h -CHr-J^o-O" 0 ^ 0 "* 3 * 

1253 H s C-£^-CHf 1 2 0 R H -CHi-N-C-^3-CH{CH 3 ) 2 

1254 oV^*" 120 R H -CHi-w-o-Q- 0 "^^ 

CH, 



14 2 
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Tabl 1.115 



°°^ >d - ^>< CH a)r k m n cNral'rty R 3 "(CHs^CC^^-R 6 



1255 a~^y<Hf 



1256 



1257 



1258 



1259 



1260 



1262 



1263 



1264 



HaO-Q-CHf 
CH a 

H»0-Q-CHj- 
CH> 



1261 Cl-Q-CH^- 



CHj- 



I265 HsO-Q-CH,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— CH*-N- 



HzN 

HgN 
HzN 



HaCKa 



-CHri 



HaC 



— CHf-N-i 



p 

o- 




14 3 
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Table 1.116 



Compd. R V^ CHz)r k m n chirality R 3 ^CHaJf^CHaJ^R 6 



No. R 



1266 



1270 



CH 3 



CH 3 

1267 Ci-£^-CH*- 

1268 c*-£y~CHz- 



1269 a-^^-C 



Ct-^^-CH^- 



1271 a-^^-CHj- 

1272 H,0-Q-CH2- 

1273 HsO-Q-CH^- 

1274 HjC-^^-CHs- 

1275 HsO-^^-CH*- 

1276 H,0-^^-CHa- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



R 5 



-CH* 




9 



HjC 



9 



OCF 0 



H 



K»CO 
-CHi-N-C-fj 




9 



— CH^-N" 



— CH^-N-C 




HO . 



-CHf-l 



14 4 
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Table 1.117 



m n. chirafrty R 3 



"(CH 2 ) f |-(CH 2 )5-G-R 6 
R 5 



1277 



1278 



1279 



1280 



1281 



12 0 R 



12 0 R 



-CHa- 12 0 R 



CH 3 
CH 3 
CH 3 

1282 CH-Qh-GH*- 2 2 1 



12 0 R 



12 0 R 



1 283 a-^^-CHr 2 



2 1 



1284 O-^^-CHjr- 2 2 1 

1285 o-^J-CH-r 2 2 1 



1286 ^•h«iH^0 0< <- 12 0 R 



1287 OtH-CycHr 1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



OCF a 



H 



H 3 CC> 
HO 
HO 



ocf 3 



-CH^JJ-O-^ 
H 3 CO 



-CHj- 




14 5 
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Table 1.118 



C No Xl " &^° H *%~ k m n chirant y R3 ~(CH 2 )p^(CH 2 )5-G-R 6 



1288 



il 289 



1290 



1298 



3-v 



12 0 R 



g^-CH*- 12 0 R 
CHa 

^-CH2T 1 2 0 R 

CH 3 



1291 HaO-^^-CH*- 12 0 R 

1292 HaO-Q-CHs- 12 0 R 

1293 H 3 0-£^~CHr- 12 0 R 

1294 H 3 e-£^-CH*- 12 0 R 

1295 HsO-Q-CH*- 12 0 R 

1296 HaO^J-CHjr 12 0 R 

1297 12 0 R 



H3CC) 

HaCO-Q-C 
Br 



CHjr 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CHs-N-O-^ 



H 2 N CH 3 



— CH^-N- 



CH3 



H 



CM 3 



K 2 N Br 

^3 



F 



cch 9 ) 3 



-CHa-N-C 



9 ^CH 3 



14 6 
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Table 1.119 




14 7 
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Table 1.120 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-<CH 2 )i(CH 2 fc r G-R 6 
R 5 


1310 


H 3 CO_ 


1 


2 


0 


R 


H 




1311 




1 


2 


0 


R 


H 




1312 




1 


2 


0 


R 


H 


-CHs-N^-^ 


1313 




1 


2 


0 


R 


H 




1314 




1 


2 


0 


R 


H 




1315 




1 


2 


0 


R 


H 


-CHa-N-C-^J 


1316 




1 


2 


0 


R 


H 


-CHf-fj-C-^J 


1317 


cH^-c"*- 


1 


2 


0 


R 


H 


-CHa-N-c-^J 


loio 




1 
i 


o 

Cm 




R 


H 




1319 




1 


2 


0 


R 


H 




1320 




1 


2 


0 


R 


H 





14 8 
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Table. 1.121 



Compd. 
No. 


pi 


k m 


n 


chirafity 


R 3 


d4 

^CH 2 ) ? +-(CH 2 )5K3-R 6 
R 5 


1321 


a-^y-CHr 


1 2 


0 


R 


H 


-Br 

-CH^O-C/ CI 


1322 




1 2 


0 


R 


H 




1323 


o-^^-CKr 


1 2 


0 


R 


H 


J 

-CHS-MO-Q-CI 


1324 




1 2 


0 


R 


H 


-CHa-N-c-£3 


1325 




1 2 


0 


R 


H 




1326 


a-^^-cHf 


1 2 


0 


R 


H 




1327 


a_ \_/~ CH< " 


1 2 


0 


R 


H 




1328 


HsO-^y-CHjr 


1 2 


0 


R 


H 




1329 


HaC-^-CH*- 


1 2 


0 


R 


H 


* H \=/ 


1330 


HsO-^^-CHr- 


1 2 


0 


R 


H 




1331 


H »°~0~ ( ? Hs " 


1 2 


0 


R 


H 





14 9 
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Table 1.122 



k m n chiratity R 3 



1332 KjC-^^-CHj- 12 0 R 

1333 h 3 c-£^-ch*- 12 0 R 

1334 H 3 C-£^-CHj- 1 2 0 R 
CH 3 



1335 



1336 



1337 



1338 



1339 



1340 



1341 



-CHr 12 0 R 



CH 3 



CH 3 

CHa 
CHa 



CHa- 12 0 R 



**r 12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 342 CK^^-CHa- 2 



2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



Br 



CI 



CI 



-^CHa- 



CH3 



ct 



~CHa-i 



— CH*-N- 



CHr-Jj-c-0 




-chj— w-c— e y-ci 



15 0 
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Table 1.123 



C< }JP d ' jMCHz)!- k m n chlrality R 3 -(CH2)p^(CH 2 )gK3-R G 

1343 o-^-CHr 2 2 1 

1344 ci-Q-CHi- 2 2 1 - H ^ch^jj^-^-c 



H 



1353 50-°"*" 1 2 0 R H 




-CI 




1345 O-^-CH*- 2 2 1 r H -CHa-N-O-^^ 

1346 CH-^-CH<- 2 2 1 - H ~ Cti£ ~H^ 

9 _,CH 3 

1347 O-Q-CHsr 1 2 0 R H ^C-fJ . 

1348 HaO-^-CHa- 1 2 0 R H -CHa-N-o-^J^" 3 

CH, 

1350 <»-Q-CHr 2 2 1 

1351 d-^-CHi- 12 0 R 



1349 JC^^*" 1 2 0 R H -CHr- " 

CH, 



1352 H,C-£}-CH*- 1 2 0 R H ~ CH * T< $^ 



o 



P 



15 1 
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Table 1.124 



m n chirality R 3 



-(OHaJ^CHjjJ^G-R 6 
R s 



1354 Ct-Q-CHa- 2 2 1 

1355 O-^^-CHi- 12 0 R 



1356 HsO-Q-CHa- 12 0 R 



1357. 



1358 



1359 



1360 



1361 



1362 



1363 



1364 



CH a 



'a- 1 2 0 R 



O-Q-CHi- 2 2 



H, 




CHa- 12 0 R 



CH 3 



CH, 



CHa- 12 0 R 



1 2 0 R 



H 3 C-^^-CHa- 
CH 3 

HaO^^-CHg- 12 0 



M*- 1 2 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 

-CHa-N-c-^J 

H a N 

-CHa-N-C-^J 
HjN 



— CHa- 



— CHa-**-' 



o F"» 

H PCH3 



ch, 



-CHa-N-C-(^-OCH3 



— CHg—N-i 



CH, 

-CHa-N-C-<^ 



15 2 
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Table 1.125 



-(CHaJp^iCHaJ^G-R 6 



CH3 
CH 3 

CHa 

1367 HaO-^^-OV 



1365 



1366 



1368 



1369 



1370 



1371 



1372 



a-Q-CH^- 



1373 HaO-^^-CHj- 

1374 HsO-^^-CHf- 



1375 HbO-Q-CHt 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 3 C 

-CM4-{*-&-{3~ CH8 
~ CH *~S'^0" CHa 




-CHfj 

f^jCCHzd 

-CHe-l 




-CHr-j 



H 



15 3 
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Tabl 1.1 26 



Compd. RV^ch^- k m n chiralfty R» 
No. R 



"CCHzfel-CCHsO^-Q-R 6 
R 5 



1376 HaC-^^-CHj- 12 0 R 



1377 



1378 



1379 



1380 



1381 



1382 



1383 



H 3 C-£^-CHa- 12 0 

CH 3 
CH 3 
CK 3 

CH a 

O-Q-Ofe- 2 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2 1 



1384 CJ-Q-CH*- 2 2 1 

1385 O-^-CHf 2 2 1 



1386 O-^J-CHa- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CH2-I 




9 



~ CHr tr < 



9 /=< 



,CF 3 



HjCF 3 



-CHr-f^o-O^ 

FaCCHaQ 



— CHa-i 





9_ 



15 4 
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Table 1.127 




15 5 
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Table 1.128 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


(CH 2 ) ? ?-(CH 2 ) !r G-R 6 
R s 


1398 




1 


2 


0 


R 


H 




1399 


CI-£^-CH- 


1 


2 


0 


R 


H 


"CHi-f^O-^ 


1400 




1 


2 


0 


R 


H 




1401 




1 


2 


0 


R 


H 


H 


1402 




1 


2 


0 


R 


H 


-<»i^O-4_>-OCH 3 
HjN OCH 3 


1403 




1 


2 


0 


R 


H 




1404 


H,0-£^-CHa- 


1 


2 


0 


R 


H 




1405 


HjO-^^-CHi- 


1 


2 


0 


R 


H 


H3CS 


1406 


H,C— u } — CHr 


1 


2 


.0 


R 


H 


9 ^ 

— Cl-U—N-O— 


1407 




1 


2 


0 


R 


H 


HaCCH^S . 


1408 




1 


2 


0 


R 


H 





15 6 
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Tab! 1.129 



m n chira&ty R 9 



-(CHj^tCHgJ^-Q-R 6 
R* 



1409 HsO-^^-CH*- 12 0 R H 

O-CHa- 12 0 R H 
CH3 

a-^^-CHf 1 2 0 R H 



1410 



1411 



1413 



1416 



1417 



141 



1412 H a C-£^-CHa- 1 2 0 R H 



12 0 R 



1414 Ch-^~yh-CH*- 2 2 1 

1415 CH-^^-CH*- 12 0 R 



H 



H 



H 



HaO^^-CH*- 12 0 R 



12 0 R 



1418 O-Q-CH/- 2 



2 1 



9 ci-^^-CHa- 12 0 R 



H 



H 



H 




H,C-0-fH 



HaN 



15 7 
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Tabl 1.130 



Co ^ d ' p^CHzJj- k m n chlrality FP -(CH^p|^<CH z )g-G-R 6 



1430 x / 



H 2 N 
9 



1420 HaCJ-^^-CHi- 12 0 R H ~ CH ^ Cr ~^ 

CH a 

1422 a-Q-CH*- 2 2 1 - H -CH^-N-C-^^" 



1421 Kf-CHi- 12 0 R H -CHr-N- 

CH a H 2 N 




1423 Ci-Q-CHf 1 2 O R H -ch^n-C-^^ - ^ 



1425 O -0 *" 1 2 0 R H _ch n-? 

CH 3 . CH2-N" r 



-CH*-I 
H 





1424 ^ 1 2 0 R H ^^ff^O 

PH. <*_/=v 

p-CHa- 
CH 3 

1426 »0«W 2 2 1 - H _ c _^9 

1427 O-Q-CUr 2 2 1 

1428 ' C^Qh-OV- 2 2 1 - H -CHf-N-O-^^ 

1429 WXHjp-O -01 *" 2 2 1 - H -CHa-N-O-^ 5 



H -CHj-f ^ 




H 

H 3 C-NH 



£-£)-CHa- 2 2 1 - H -CHj-n-O-^ 



15 8 
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Tabl 1.T31 



R 



1431 K^CHaO-^-CHar 2 2 1 



1432 £^3""°"*" 2 2 1 



1433 HjCCHiO-^^otr 2 2 1 



1434 HKXHaO^^-CHar 2 2 1 



1435 HiCCKa-^-CH^ 2 2 1 



1436 (HiCfectt-^^-cH^ 2 2 1 



1437 HWCHyap-Q-o^- 2 2 1 



1438 ^ccHi-f^-cHi- 2 2 1 



1439 CHK^CH-^-CHr- 2 2 1 



1440 W^ajp-^^ov- 2 2 1 



1441 h^CS-^^-CHj- 2 2 1 



H 



H 



H 



H 



H 



H 



HgN 



i*0 



«1 



H 2 N 

9 




H 



hfeN * 
H 2 N 



15 9 
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Table 1.132 



C N? ,d " "^MCH^ k m n chirality R 3 



1442 H.ccHj-^^-ch^ 2 2 1 



1443 (HjCfeCH-O-C"*- 2 2 1 



1444 wc^i^Q-oi,- 2 2 1 



1445 HiCCHx-O" 0 ^ 221 



1446 (HjCfeCH-£^-CH*- 2 2 1 



1447 Wch^p-Q-ov- 2 2 1 



1446 KaPS-^^-CH^ 2 2 1 



1449 H.CCHi-O-c**" 2 2 1 



1 450 {HjChCH-^-CHi- 2 2 1 



1451 t^cc^j^y-Qi^ 2 2 1 



1452 



H 3 < 




2 2 1 



H 



H 



H 



H 



H 



H 



»1 



WfQ-OlCHdaCHi 




H 



16 0 
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Tabl 1.133 



m n chiralrty R 3 



1453 V<c»W>-0-ov- 2 2.1 



1454 HrfXHsO-O-cHr 2 2 1 



1455 



H,cq 

HO-Q-CHs- 



2 2 1 



1456 ^P -0 **^ 221 



1457 (CMjfcM-^^-CMtf- 2 2 1 



1458 




2 2 1 



1459 (Ks^w-Q-oijr 2 2 1 



1460 ^-Q-c^. 



HsCO 

1461 HO-Q-Ctfe- 



2 2 1 



2 2 1 



1462 ho-Q-CH^ 2 2 1 



1463 CH^y-CHg- 2 1 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-C^-N-O-^J 

-CHj-N-O-C^ 
HgN 

-CHi-N-O-^^ 
H,N 



— CH*H 




H 




16 1 
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Table 1.134 




k 


m n chirality 


R 3 


-(CHs^fCH^-Rfl 
R 


1464 CI-Q-CHj- 


2 


1 1 


H 




1 465 Ch-^y-CHf 


2 


1 1 


H 




1466 O-^^-CHs- 


2 


1 1 


H 




1467 a-^y-CHi- 


2 


1 1 


H 




1468 O-^^-CHjt 


2 


1 1 


H 




1469 a-£^-CHr- 


2 


11 


H 


-CH^N-O-^^ 
F 


1470 d-^^-CH*- 


2 


1 1 


H 




1471 C»-£^-CHf- 


2 


1 1 


H 


~ CH2_ jt c ~0~ F 


1472 


1 


2 0 R 


H 




1473 a ^-c Hr 


1 


2 0 R 


H 




1474 

Ctti 


1 


2 0 R 


H 
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Tabl 1.135 



k m n chirality R 3 



R 5 



1475 



1476 



1477 



1478 



12 0 R 



^J^-c»v- 12 0 R 



12 0 R 



12 0 R 



1479 H,o-£^CHjr 12 0 R 



CH3 



1480 



1 2 0 R 



1481 HaO-£^-CH*- 1.20 R 



1482 



1483 



1484 



12 0 R 



CHf 12 0 R 



12 0 R 



148S H,o-Q-CHi- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH*-I 



H 





H 



-CHa-N-c 



— CHj-N-« 




H 




H 



— CH*- 



9 



H 



16 3 
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Tab! 1.136 



1486 h, 



1492 



1493 



1494 



1495 



.1496 



12 0 R 



1487 HaC-Q-Ctv- 1 2 O R 

1488 h 3 o-^~^-ch*- 12 0 R 

1489 HaC-Q-CH?- 12 0 R 

1490 HaO-^^-CHi- 12 0 R 

1491 HsO-^^-CHi- 12 0 R 



H s o-^5-CH 4 - 



12 0 R 



CH 3 
-CHf 



CH 3 
CH 3 



CH-p 1 2 O R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



-CHa-N-C 



— CH 2 - 



-CH2-N-0-0 



— CHjj-l 



P N^ 0 " 3 




-CH2- 



P 



— CHj— N-< 



16 4 
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Table 1.138 



C °No Pd * r^ (CHs *~ k •» n chirality R 3 ~<CH a } ? f^ 



R 



1508 Ct-Q-CHi- 2 

1509 a-Q-CH^ 2 



1510 Ci-Q-CHa- 2 1 



1511 



1512 



1513 



CH-Q-CHj- 2 
CI-Q-CHf- 2 



CJ-^^-CHa- 



2 1 



1514 Wjcoy/^-Q-ov- 2 2 



1515 




2 2 



1516 (H > OCH > J f N-^-CH i - 2 2 



1517 



1518 





2 2 



2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




H 2 N 



* H 




t£0 



CMr\_/-OCH 



16 6 
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Table 1.139 



k m n chirafity R 3 



R 5 



1 «« H 3 Ct^>CH 4 - 2 2 1 



1520 Bi— £^-CH*- 12 0 R 

1521 thpo-^y-CHr 12 0 R 



1522 



1523 



1524 



12 0 R 



H 3 ' 



H3J 




12 0 R 



12 O R 



1525 Br-Q-CHr- 12 0 R 

1526 H3CO-£^--CH*- 12 0 R 



1527 ^^ c ^" 12 0 R 



H3C0 

1528 ^CO^Q^r 1 2 0 R 



H3C0 

1529 HO-TVcHi- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



.Br 




9 




H 




OCF a 



H 



H 





16 7 
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Table 1.140 



Compel. 
No. 




k m 


n 


chirality 


R 3 


-(CHa^lCHaXrG-R 6 
R 


1530 


8,- 0~ cHr 


1 2 


0 


R 


H 


F 


1531 


H 3 CO~^""^-CHg- 


1 2 


0 


R 


H 


PM CF3 

F 


1532 




1 2 


0 


R 


H 


F 


1533 


H,CO_ 
H 3 CO-^^-CtV 


1 2 


0 


' R 


H 


F 


1534 


H3CO_ 
HO-^^-CHi- 


1 2 


0 


R 


H 




1535 


Bc-^^-CH*- 


1 2 


0 


R 


H 




1536 


HaCX^-^^-CHi- 


1 2 


0 


R 


H 




1537 




1 2 


0 


R 


H 




1536 


H,cq 


1 2 


0 


R 


H 




1539 


HO^CHf 


1 2 


0 


R 


H 




1540 




1 2 


0 


R 


H 


F 
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Table 1.141 



k m n chirality R» 



-(CH2fe|-(CH 2 )5-G-R6 
R s 



1541 HaCO-Q-CHi- 12 0 R 



1542 f^^-CHr 12 0 R 



1543 




H 3 CO-6 >-C— 12 0 R 



H-tCQ 

1544 hohQ^c^ 1 2 0 R 



1545 C^ CJ~ C, ^- 12 0 R 



1546 



12 0 R 



1547 




12 0 R 



Br 



1548 HaO-^^-CHr 12 0 R 



1549 HjO-^^-CHjr 1 2 



0 R 



1550 *hO-^y~CHr' 1 



2 0 R 



1551 HaO^^-CH*- 



12 0 R 



H 



H 



H 



H 



H 



H 



— Cf-fc-N-i 



F 
F 



— CHZ-N-I 



-CH2-H 




H 




9 9& 




— CHj-N-C 



-CHa- 



9 PH=C(C^fe 



" H 3 ^ CH ' 





16 9 
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Table 1.142 



Compd. 
No. 




k m 


n 


chirality 


R 3 


-(CHaJpT^CHaJ^G-R* 
R 


1552 


H 3 C-Q-CH4- 


1 2 


0 


R 


H 




1553 


HjC ~C°^~ cHa " 


1 2 


0 


R 


H 




1554 


HgO-^^-CHa- 


1 2 


0 


R 


H 




1555 


H a O-£^-CH*- 


1 2 


0 


R 


H 


H 3 C 


1556 




1 2 


0 


R 


H 


H a C 


1557 


H 3 CM^-CHs- 


1 2 


0 


R 


H 




1558 




1 2 


0 


R 


H 


RjC t^CH 3 


1559 




1 2 


0 


R 


H 


— CH2-N-0-< |. 
H • JT N 

H3C 


h tzar\ 
1 ooU 




1 2 


n 


R 


H 


Ho 


1561 




1 2 


0 


R 


H 




1562 


HaC-^^-CHr 


1 2 


0 


R 


H 


OjN OCH3 



17 0 
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Table 1.143 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. Pr 



~(CH 2 )p|^(CH 2 ) 7 <3-R 6 



1 563 H 3 0-£^-CHsr 12 0 R 



1564 



1565 



1566 



1567 



1568 



1569 



HjC-C^-CHj- 
CH, 




CHi- 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 O R 



1570 «ycS-£^-CH*- 2 2 1 

1571 mcs-^J-CH*- 2 2 1 



1572 



2 2 1 



1573 vK^^Oi"^^ 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



o 



CI 



H 3 CO 
OaN OCH, 



9 



-CHi-M- 



H2N 



-CH*-I 




17 1 
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Table 1.144 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


R 5 


1574 




2 


2 


1 


- 


H 




1575 




2 


2 


1 


- 


. H 




1576 




2 


2 


1 




H 




1577 




2 


2 


1 


- 


H 


-CHr-ffO-O 


1578 




2 


2 


1 


- 


H 




1579 




2 


2 


1 


- 


H 




1580 




2 


2 


1 


- 


H 




1581 




2 


2 


1 




H 


O O 


1582 


\ r 


2 


2 


1 




H 


o o 


1583 




1 


2 


0 


R 


H 


-CHj-N-C-^J 


1584 


ChQ-CHf 


1 


2 


0 


R 


H 


H 2 N 



17 2 
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Tabl 1.145 



Compd. 
No. 




k m 


n 


chirality 


R 9 


o4 

^CHgJp-hiCHzJgpG-Re 
R 5 


1585 




1 2 


0 


R 


H 


Br 


1586 


CH-^^-CHi- 


1 2 


0 


R 


H 




1587 




1 2 


0 


R 


H 


-CHa-^-O-O 


1588 


o-^^-CH*- 


1 2 


0 


R 


H 




1589 


HaO-^^-CHr 


1 2 


0 


R 


H 




1590 




1 2 


0 


R 


H 


9 


1591 


HsO-^-CH*- 


1 2 


0 


R 


H 




1592 


* 


1 2 


0 


R 


H 




1593 


H 3 0-^J-CHr 


1 2 


0 


R 


H 




1594 




1 2 


0 


R 


H 


















1595 




1 2 


0 


R 


H 






CH 3 










HzN 



17 3 
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[0 2 4 6] 
Table 1.146 



Co N r ^ d - "^MCH^ k m n chirality R* ^CH-dj^CHafcrG-R' 

n 



1597 _ 

CH, 



1 



1602 



1 



£f^«- 1 2 O R H -C^-N-C^f' 

1 2 o r h _ CH ^4Lr£' 



€r 1 2 ° R h 

Sp 0 ^ 1 2 0 R H .cH^g^" 3 



1599 _ 

CH 3 

1600 Ct-Q>-CH4- 2 2 1 - H -CHr-N-O-^^ 1 

HaN 

OCF 3 



601 CH-^^-CHs- 2 2 1 - H -CHf-N-O-^J 

o-Q-CHa- 2 2 1 H _ch^n-o-^ B 



1603 CI-^-CHf- 2 2 1 - H .ch^n.?-^ 

1604 CH-Q-CH,- 2 2 1 - H _ c ^l 




605 CI-O-CHi- 2 2 1 - H .ch^jjI-^ 3 

606 d-^-CH*- 1 2 0 R H -"Vffo-C^ 



11 A 



ffll£# 2000-3070981 



#3* 1 1-220864 

[0 2 4 7] 



Tabl 


1.147 
















k 


m 


n 


chirality 


R 3 


^CH 2 ) ? ?r(CH 2 ) r G-fl 6 
R 5 


1607 


f-UO— t >-CH*- 


1 


2 


0 


R 


H 




1608 


CH, 


1 


2 


0 


R 


H 




i ouy 




2 


2 


1 


- 


H 








2 


2 


1 




H 


-CHr-N-O-Q^ 


lOl 1 




2 


2 


1 





H 


n ^ — ^ 


1612 




2 


2 


1 


_ 


H 


n — — 


1613 


W M »— * 


2 


2 


1 




H 


H 


1614 




1 


2 


0 


R 


H 




1615 


FiC&-Q-CHa- 


2 


2 


1 


- 


H 




1616 


FbPS-^-CHr 


2 


2 


1 




H 


H 2 N 


1617 


FiCS-Q-OV 


2 


2 


1 




H 





17 5 
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Table 1.148 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-(CHaJp^CHaJ^-R 6 
R 5 


1618 




1 


2 


0 


R 


H 


-CKi-N-C-^J 


1619 




1 


2 


0 


R 


H . 




1620 


HaCO-^^-CH*- 


1 


2 


0 


R 


.H 


-CHr-»fc-^ 


1621 




1 


2 


0 


R 


H 




1622 




1 


2 


0 


R 


H 


-CH s -n£^^-F 
F 


1623 




1 


2 


0 


R 


H 




1624 


HO-^^-CHf- 


1 


2 


0 


R 


H 




1625 


HO-Q-CMr 


1 


2 


0 


R 


H 


F 


1626 




1 


2 


0 


R 


H 




1627 


HO-£^-CH*- 


1 


2 


0 


R 


H 


-CH 4 -N-C-(^= 
F 


1628 


HjCs-^^-av 


1 


2 


0 


R 


H 





17 6 
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Table 1.149 



p^>( CH 2)r k m n chirality R 3 ^CHaJ^CHaX^-R 6 



1629 H^CS-^^-CHj- 



1630 



1631 ^NCHj-^^-CHf- 



1632 



1633 




N 



1634 0*cbCH-^^-cH» 



1635 HsC-^^-CH*- 



1636 



1637 



1638 



1639 



HsC-^^-CH*- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH.-N-C 



H 



-c"r-N-c-0 



HaCJCHg 



-CHr-Jfo-f^-jfo-ocHaCH» 



17 7 
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Table 1.150 



c °NcT d ' ^^ CH ^~ k m n chira,it y 



R 3 -(CHgJp^CHaJq-G-R? 



1640 



1641 g^-CHr- 
CH 3 



CH, 



1642 ^/-CHj- 
CH 3 

PH3 

1643 O-CHr- 

CHs 



1644 



1645 



1646 



CH, 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0. R 



12 0 R 



1647 tV^CHrf^-Q-cH,- 2 2 1 



1648 H j c<cH I fc-Q-cH l - 12 0 R 



1649 ^<»y 2 2 1 



1650 »WPy<-0"" CH «~ 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH,- N-C— OCFjCHCIF 



— CHa— 



"CHi-N-^Q-O-O 



-CHj-l 




9 



H 



-CH^-I 



H 



— CHf-l 



step 



17 8 
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Table 1.151 



Compd 
No. 


ni • • 


k 


m 


n chirality 




n4 

R 


1651 




2 


2 


1 


H 




1652 




2 


2 


1 


H 




1653 




2 


2 


1 


H 




1654 




2 


2 


1 


H 




1655 


•W^i-Q-CHr 


2 


2 


1 


H 


— /"l 


1656 




2 


2 


1 


H 




1657 




2 


2 


1 


H 




1658 




2 


2 


1 


H 




1659 




2 


2 


1 


H 




1660 




1 


2 


0 R 


H 


H 2 N 


1661 




1 


2 


0 R 


H 


tfeN 



17 9 
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Tafal 1.152 



C N^" r^ CH2 ^ k m n chirality R 3 TiCHaJ^CH^G-R^ 



1662 Br— ^^-CHsr 12 0 R 

1663 Bf-^^-CHa- 12 0 R 

1664 HaCS-£^-CHs- 2 2 1 

1665 H*CS-£^-CH*- 2 2 1 



1666 



h^CS-^^-CH*- 2 2 



1667 HiCCHi-^^--CHi- 2 2 1 



1668 2 2 1 



1669 HiCCHar-Q^ 1 *- 2 2 1 



1670 HiCCHa-^^CHa- 2 2 1 



1671 h,och*-Q--ch*- 2 2 1 



1672 H^XHr-Q-CHi- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CHa-f^c-^J 

• H 2 N 



— CH^-f 



— CHj-l 



H a N 

9 




HjN 



Br 




9 



H 2 N 




—CH*-N- 



18 0 
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Table 1.153 



^ST 1 " ^>^ CH 2V- k w n chirality R> 



1673 HiCCHi-^^-CHi- 2 2 1 



-CM2-N- 



1 674 l^-Q-CHa- 2 2 1 



H 



1675 F-Q-CHj- 2 2 1 

1676 F-£J-CHa- 2 2 1 

1677 F-^-CHi- 2 2 1 



1678 P-^^-CHa- 2 2 1 



1679 P-^^-CHa- 2 



2 1 



1680 P-^O"" 0 "*" 2 2 1 

1681 F-£J-CHa- 2 2 1 



H 



H 



H 



H 



H 



H 



H 




H 



— ch*- 



H 2 N 

9 




H 



H 2 N 




H2N 

9 




H 



H 2 N 



H 2 N . 




HaN 



1682 F-Q-CHa- 2 2 1 



H 



-CHa-N-i 
H 




I683 Of^O^V- 2 2 1 



H 



9 



18 1 
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Table 1.154 



Compd. R S-<CH a ) r k m n chirality R 3 
No. R ^ 



R 5 



1684 Otr^O- 0 ^- 



1688 



2 2 1 



1685 O-JT-O-^- 2 2 1 



1686 <3-n-£-<~>-qv 2 2 1 



1687 Or{fSHQ-cH^ 2 2 1 



OjkK 2 2 1 



1689 O-nIO-ov- 2 2 1 

1690 O-gS-Q-av- 2 2 1 

1691 0{£0-«V 2 2 1 



JCHs 



16 92 H,C-££-CH*- 

1693 H ,0-Q~a 

.CH3 

1694 ^o-Q-CHr 1 



12 0 R 



-CHi- 
jCHs 



12 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 




H 2 N 



H 2 N 




-CHi-N- 



9 




,OCF 3 




Br 
Br 




H 2 N 
H a N 




18 2 
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Table 1.155 



Compel. 
No. 




k 


m 


n 


chirat'rty 


R 3 




1695 


HsC-^y-CHa- 


1 


2 


0 


R 


H 


.Br 

-CHr-r«>-£5 


1696 




1 


2 


0 


R 


H 




1697 




1 


2 


0 


R 


H 


HjN 


1698 




1 


2 


0 


R 


H 




1699 




1 


2 


0 


R 


H 




1700 




1 


2 


0 


R 


H 




1701 




1 


2 


0 


R 


H 


H^N - 


1702 


HsCO-^^-CHa- 


1 


2 


0 


R 


H 


HaN 


1703 




1 


2 


0 


R 


H 


H >=^ 
H 2 N 


1704 


HO-^^-CHi- 


1 


2 


0 


R 


H 




1705 




1 


2 


0 


R 


H 


HaN 



18 3 
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Table 1.156 



Compd. R S-(CH 2 )r k m n chirality 
No. R 



R 3 



-(CHa^f-CCH^-R 5 
R 5 



1706 



1707 



CHi- 12 0 R 



HaCS-^-CH*- 1 2 



1708 H,ccH j -0~ CH *' 1 2 



0 R 



0 R 



1709 <H*cfeCH-£}-CH*- 12 0 R 



1710 



1711 



1712 




HaCCH: 



1713 H( 



*3 




12 0 R 



12 0 R 



12 0 R 



12 0 R 



HO 

1714 HaCO-O-CH^- 12 0 R 



1715 



1716 




12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH*-N-C-£5 
HaN 



-CH2-N-C 



H 2 N 

9 




-CHa-N-O-^ 



— CH*-NH 



18 4 



ffi$E# 2000-3070981 



#3£ i 1—220864 




[0 2 5 7] 



Tabl 1.1 57 


nT^* ">< ch *- 


k m 


n 


chirality 


R 3 


R a 


1717 HiCO-tyy-CHs- 


1 2 


0 


R 


H 


w CF3 


1718 S^-ctV 


1 2 


0 


R 


H 


9 


1719 ^jT^" 


1 2 


0 


R 


H 


-CH.-jj.0-O 


p 


1 2 


0 


R 


H 




1721 ^ccMjt-O^ 0 ^" 


1 2 


0 


R 


H 




1722 ^^y^***- 


1 2 


0 


R 


H 




1723 r~\_/^^^ 


1 2 


0 . 


R 


H 


-CHa-N-o^ 


1724 H^>-Q-CHr 


1 2 


0 


R 


H 


• . F 




1 2 


0 


R 


H 


-CHj-N-O-Q^ 
F 


1726 HiOCHr-^-CH,- 


1 2 


0 


R 


H 




1727 f^y-****- 


1 2 


0 


R 


H 





18 5 
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[0 2 5 8] 



Table 1.1 SB 



C °N? 5d * r^ CHs *" k m n chirality FP 



~(CH 2 )p| r (CH 2 )5-G-R6 



R s 



1728 



1729 



1730 



1731 



CHsr 12 0 R 



12 0 R 



1 2 O R 



°V 1 2 0 R 



1732 HOCHa-^^-CHi- 12 0 R 



1733 



12 0 R 



1734 H&s-^y-CH*- 12 0 R 



1735 KCCHt-Q-ch*- 12 0 R 



1736 



1737 



£^3~CH*- 12 0 R 




12 0 R 



ch 3 

1738 H 3 C-rt"CHf- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



— CHa-N- 






H 





H 




F 
F 
F 




18 6 
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Table 1.159 



C No ld " R^ CH2]r k m n chirarrt y r 3 



R . 



1739 (HiCbCH-Q-cHa- 12 0 R 



1740 



1741 H^cs-^^-CHr- 



1742 H.cov-^^-ch*- 



1743 



1744 



1745 HaO-^^-CHa- 

1746 (HrffcCH-^^-CHa-. 



1747 



1748 HiCca**--£}-CHa- 



1749 H,C-(^H,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



,8r 



Br 




-CHr-NO-^^ 

-CHj-NO-O^ 
H7N 



-CHa-N- 



— CHj-N-i 




H 



18 7 
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Tabl 1.160 



C< iIo Pd * qa^ CH 2^T k m n chiralfty R> -(CHaJpf-. 



1750 



1 2 0 R 



1751 H^cs-^^-CHr- 12 0 



1752 HiCCHi-d^-CH,- 12 0 R 



1753 



1754 



»3< 




CH, 



1755 H," 




1 2 0 R 



12 0 R 



12 0 R 



H3' 



1756 OWUCH-^y-cHr 12 0 R 



1757 



12 0 R 



1758 



-CHi- 12 0 R 



H,CO-Q- £ 
Of* Br 

1759 HjO-Q-CHj- 12 0 R 

1760 HjO-^-CH^- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-<CH2)p-K(CH 2 te-G*-Re 
R* 



-CHr-N-O-^J 



-CH ? -N-i 



9 



9 



OCF 3 



— CH 2 — 



H 



— CHs-! 




— CHj-N-i 



f OCF 3 





— CHjf-N-i 



flip. 



"CFjCHOF 



18 8 
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Table 1.161 



°°lS ,d " ^^ CH ^" k m n chirality R» 



R 5 



1761 HsO-Q-CHa- 



1762 



1768 



1769 



1770 



1771 



12 0 R 



g^-CHj- 12 0 R 



CH, 



1763 Q-CH«- 2 2 0 



1764 O -0 "*" 

1765 O^" 4 " 



a-Q-CH*- 



CH 3 
CH, 



2 2 0 



2 2 0 



1766 ^^-C"^ 2.20 

1767 O-O^ 0 ^ 1 3 1 



1 3 1 



CH<- 12 0 R 



CH*- 12 0 R 



*- 1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




a 



-CH*CHe-J*-c-£j 

CHzCHCCH^ 
CHjCHCCH^ 



CHzCHa 



00,13 



F 



9 yTf^Q^ 




18 9 
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Tafal 1.162 



C °fIi Pd ' rS^ 0 " 2 *" k m n chirality p£> ^CH 2 ) jr ^(CH 2 ) ;r G-R« 

' ^ ••• • - k ' 



1779 



H3 CO 



1772 

CH 3 IW >-' "~*o 

1773 gfUr 1 2 0 R „ ^gifP 

1774 4?"" 1 2 0 r h -^kl^" 



1775 "^jr-CHz- 12 0 R H 



3 



1776 HaCO-^-CHr- 12 0 R h -ch^-n- 

HO M 

9 



9 ^ 3 





1777 a- Q"" CH 2- 2 2 1 - h -CH2-N- 

1 778 HsO-^^CHr- 2 2 1 - H -ch^-n-o-^^ 
fHp^- 2 2 1 H -ch^^^ 3 



H2N 

9 ^ 



1780 Br-^^av- 2 2 1 H -CH 2 -j*c-^5 

H 2 N 

1 781 HCh^y-CHr- 2 2 1 H -CHa-N-CH^^ 



1782 HjOch-Q-ov- 2 2 1 - H - CH *"ff°-£5 



H 2 N 

g /CF3 



19 0 
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Table 1.163 



^ito 6 ' r^ CH ^T k m n chirality FP 



-(CHsJpf^CHaJ^-Gr-R 6 
R 5 



1783 ng-^^-CHj- 2 2 1 

1784 ^"^-CHa- 2 2 1 



1785 c^JCHJr-O-ov- 2 2 1 



1786 



1788 



1793 



CH*- 2 2 1 



1787 ch,cch*t-0~ov- 12 0 R 



H3< 




2 2 1 



1 789 HaCO-Q-CHg- 2 2 1 

1790 O-^^-CHr- 1 2 0 S 

1791 CH-^-CHa- 1 2 0 S 



1792 *C^X~ 2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



HgN 



— CH 2 — N-< 



-CH: 




H2N* 
9 




H2N 



H 2 N 

9 




H 



19 1 
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Table 1.164 



k m n chirality R 3 



-(CH2)^-(CH 2 ^<3-R 6 



1794 HaO-^^-CH*- 2 2 



1795 



2 2 1 



1796 Br-^^-CHa- 2 2 1 



1797 



hc ^O~ CH *~ 2 



2 1 



1 798 HgCCH^-CHi- 2 2 1 



1799 HzOCh-^-ch^ 2 2 1 



1 800 NC-^^-CHr- 



2 2 1 



1801 



O^" 2 " 2 2 1 



1802 " VJ ^V ^"^sr 
HaQCHaO 



1803 



HO-£^-CH*- 



12 0 R 



12 0 R 



H3C 



1804 H*{p*kfr~^y-cHr 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



— CH*-i 



P 




H 2 N 



— CH^-N- 



— ch-t-n-i 




-CHj-N-C-^) 

-ch*-w-c-0 

-CHj-N- 



19 2 
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Tab! 1.165 



Compd. 
No. 


R S>-(CH,)i- 


k m 

K 111 


■ i 


Vrjiii amy 


DO 

rv 


? 4 

/f>u \ 1 tC* 1 1 \ 0-d6 


1805 




1 2 


0 


R 


H 




1806 


KjCO-Q-CHi- 


1 2 


0 


R 


H 


-CH 2 -N-C-^J 
















1807 


HO-^y-CH^- 


1 2 


0 


R 


H 




1808 




1 2 


0 


R 


H 




1809 


HO-£^-CH*-. 


1 2 


0 


R 


H 




1810 




1 2 


0 


R 


H 




1811 




1 2 


0 


R 


H 




1812 




1 2 


0 


R 


H 




1813 




1 2 


0 


R 


H 




1814 




1 2 


0 


R 


H 




1815 




1 2 


0 


R 


H 


-CHj-N-C-^^ 



19 3 
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Table 1.16 6 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-<CH 2 ) F |^(CH 2 ) T <3-R 6 


1816 




1 


2 


0 


R 


H . 




1817 


(CMjfaC-^^-OV 


1 


2 


0 


R 


H 


-CH 2 -N-C-^J 


1818 




1 


2 


0 


R 


H 


-CHa-N-c-Q 


1819 


H,CO-£^-CH*- 


1 


2 


0 


R 


H 




1820 


HO-^-CHjt 


1 


2 


0 


R 


H 


-CHa-M-O-^ 


1821 




1 


2 


0 


R 


H 


9 PCHF 2 

-CHa-i^c-Q 


1822 


HO-Q-CHa- . 


1 


2 


0 


R 


H 


9 z 00 ^ 2 


1823 


£-£)~CH a - 


1 


2 


0 


R 


H 




1824 




1 


2 


0 


R 


H 




1825 


Haca-^-CHa- 


1 


2 


0 


R 


H 


_CH ^K" c -0 


1826 


HiCCHa-Q-CHa- 


1 


2 


0 


R 


H 


-CHa-N-C-^J 



19 4 
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j t) 



[0 2 6 7] 



Tab! 1.167 



k m h chirality R 3 



1827 



1828 i^c-^^X 



1829 Hji 



H3C 

1830 tcHjfaCH-^-cHj- 

1831 Br-^^-CHtr, 

1 832 HsCO-^^-CHj- 



1833 



1834 




HjCO^^-CHf- 



1835 HO-^^-CHa- 

1836 9 r ~\J~ a<£ ' 



1837 



CHi- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 * 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



-CHa-N-C-^J 

9 (r -/ 3CHFa 

? / )CHF2 
-CHj-N-C-Q' 




— CHg— N- 



HF 2 



9 p^ 0 * 01 ^ 



— CHa-N-i 



9 ps^^b 



— CH*H 



9 O^XCHsh 



19 5 



ffilE# 2000-3070981 



1 1-220864 



[0 2 6 8] 



Table 1.168 



°No Pd ' r^ 0 " 2 ^ k m n chiratity 



R 3 



-(CHa)p|-< 



-(CH2)p+j{CH 2 )5-G-FI 6 



1838 HsCS-^^-CHf- 



1839 H*cov-£^-CHi- 



1840 



1841 



1842 



1846 



1848 



HgC-T^-. 



is 



r CH 3 



1843 CCKJaCH-^-CHa- 

1844 (CHjijO-^^-av- 

1845 »%ecHf-£^-CH*- 



CH*- 



1847 CCHJbC-Q-ct^- 



*1 




2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



P OvACHjh 



-CH*-N-C-£J 



-CHs-N-C-^J 



— CHjj-N-O 



9 P^C{CK 3 ) 3 

c- 

P O^CHjfe 
P CX^CHjJa 



-CH^-N-O-^f 

P O^C(CHb) 3 
-CHs-N-O-QT 



P Os/P«j)j 



P p^-C(CH3), 



— CH 2 - 



19 6 
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TabI 1.169 



k m n chirality 



R 3 -iCH 2 )icH 2 )5rG-R 6 
R 5 



1849 



1850 HjCCHr-^^-CHi- 
H0-O-, 



1851 



1852 



1853 



CH 3 
-CHf 



1854 



1855 

1856 ^c-^^- 



1857 



CH,r 



1858 Br-Q-CHi- 

1 859 HsOO-^^-CHa- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH Z -N-C 



— CH 2 -I 




HzN 



19 7 
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Table 1.170 



Compd. "^-(CHaV- 
No. Fr n 



k m n chirality R 3 



-(CHgJ^f-CCH^-R 6 
Ft 5 



1860 



1861 



H3Cq 



Ha 




CHjr 



12 0 R 



12 0 R 



1862 HO-^^-CHj- 12 0 R 



1863 




12 0 R 



1 864 HjCa-£^-CH*- 12 0 R 



1865 



1866 



CP" 



CMi- 12 0 R 



PH 3 



HaO-^y-CH^- .12 0 R 



1867 CCKj^cH-^^-ctv 12 0 R 



1868 (ch^o-^-cht 12 0 R 



1869 Br-Q-CH*- 12 0 R 

1870 HaCO^^-CHr- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 




-CH 2 -N-E-^ 



Br 



-CHs-N-O-^J 
HaN 

H2N 




H 2 N 



19 8 
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Table 1.171 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-<CH 2 )^CH 2 >j r G-tt 6 


1 871 


H,cq 

ho-^-ch*- 


1 


2 


0 


R 


H 




^ 070 




•4 
1 


2 


0 


R 


H 


-CH 2 -N-0-^) 


1B73 


HO-^^-CHj- 


1 


2 


0 


R 


H 


-CH 2 -N-C-^J 


1 QT7A 




1 




U 


R 


H 


KfeN 


1875 




1 


2 


0 


R 


H. 




1876 




1 


2 


0 


R 


H 


-CH 2 -N-C-^J 


1877 


HiCCHa-^V-CHi- 


1 


2 


0 


R 


H 


!^ 

^ H >-/ 
HjN 


1fi7fi 




■ 


o 


o 

w 


R 


14 




1879 




1 


2 


0 


R 


H 


-CH 2 -N-C-Q 
n / - 


1880 




1 


2 


0 


R 


H 




1881 




1 


2 


0 


R 


H 


HzN 



19 9 
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Table 1.172 



Compd. 
No. 




k 


m 


n 


chirality 


Ft 3 


~iCH2)i(CH 2 )5-G-R 6 
R 5 


1882 




1 


2 


0 


R 


H 


-CHj-N-C-^J 
H 2 N 


1883 


HiCO-Q-CHa- 


1 


2 


0 


R 


H 


-CH 2 -N-C-^_) 
H 2 N 


1884 


HO-^-CHa- 


1 


2 


0 


R 


H 


-CH.-N-0-p 
HgN 


1885 




1 


2 


0 


R 


H 


-CH 2 -jX0 


1886 


HO-^^-CHa- 


1 


2 


0 


B 


H 


-CH^Tvj-C-^ 0 
H 2 N 


1887 




1 


2 


0 


R 


H 


H 2 N 


1888 




1 


2 


0 


R 


H . . 


-CHa-N-O-^J 
HjN 


1889 


K.CS-Q-CH 2 - 


1 


2 


0 


R 


H 




1890 




1 


2 


0 


R 


H 




1891 




1« 


2 


0 


R 


H 


-CHi-rj-o-^J 


1892 




1 


2 


0 


R 


H 


-CHi-N-C-^J 



2 0 0 
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Table 1.173 



k m n chirality R 3 



-(CHy^lrtCHzJ^-G-R 6 



1893 H,C-£^-CH 2 - 

H3C 

1894 (CHjfaCH-^-CH,- 

1895 (CHjfeo-^^-ov- 



1896 



1897 



HaCO^J-CH*- 



1898 h^cchj-^^-ch*- 



1899 (PHjfaCH-Q-CHa- 



H3CO 

1900 ho-Q^*, 



1901 H<c(C»«<-^-ctV- 



1902 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 • R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



1903 (Ch*I*ch-^-ck»- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



~CH 2 - 



9 ^ N ° I 

H2N 



— CH 2 -ISH 



H2N 

-CHi-N-C-^J 



— CHj-N- 



H a N 




— CH^-N- 



H2N 
H 2 N 



pCF 3 



H 2 N 



— CH 2 -N- 



tH5 



OCF3 



2 0 1 
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Table 1.174 



k m n chirality R 3 



"(CH 2 )^(CH 2 ) r G-fl 6 



1904 H^Hah-^^-OV- 2 2 1 



1905 



1906 




12 0 R 



1907 HO-^^-CHr- 12 0 R 

1908 HaOT-^^CHsr 12 0 R 



1909 HsOCH-^^-cHa- 12 0 R 



1910 Br-£^-»V- 2 2 1 



1911 




1912 HO-Q-CH^ 



2 2 1 



2 2 1 



1913 



1914 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— CHf-M-O 



H 




— CHjf-IShC 



9 

0 

H a N 




H 2 N 

-CHr-N-o-^' 0 



— CH 2 -j|-i 



— CH^-N- 



HjN 

I /OCF3 
H2N 





_CH2 "h" 



H 2 N 
? 
H 2 N 




H 2 N 



202 
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Table 1.175 



Compd. 
No. 




k 


m 


n 


chiral'rty 


R 3 


^CH 2 ) F -f-{CH 2 ) r G-R 6 
R 


1915 


H3OCH2O 


1 


2 


0 


R 


H 


0 r 00 ^ 


1916 




1 


2 


0 


R 


H 




1917 




2 


2 


1 




H 




1918 




2 


2 


1 


- 


H 


OCF3 

HjN 


1919 


o-Q-chj- 


2 


2 


1 




H 


H2N 


1920 


NH 

O-Q-CH*- 


2 


2 


1 




H 




1921 




1 


2 


0 


R 


H 


HaN 


1922 


NH9 

G-^J-CHr- 


2 


2 


1 




H 


9 w°° F3 

-Ofe-N-C-^J 
H2N 


1923 


Bl— ^y-CHf 


2 


2 


1 




H 


9 W^ 3 

-CHi-|*-c-CJ 


1924 


HjOO-Q-CHa- 


2 


2 


1 




H 




1925 




2 


2 


1 




H 


-CHi-M-O-^ 0 



2 0 3 
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Table 1.176 



Compd. 
No. 


j£><CH 2 )r 


k 


m 


n chirality 


R s 


R 


1926 




2 


2 


1 


H 




1927 


HO-^^-CH*- 


2 


2 


1 


H 


-CH 2 -N-0-Q 


1928 




2 


2 


1 


H 




1929 




2 


2 


1 


H 




1930 


^S-Q-CHi- 


2 


2 


1 


H 


-CHi-N-C-^J 


1931 


HsCCHj-^-CH,- 


2 


2 


1 


H 




1932 




2 


2 


1 


H 




1933 




2 


2 


1 


H 




1934 


CH 3 

HaC-Q-^S" 


2 


2 


1 


H 




1935 


^N-Q-CH*- 


2 


2 


1 


H 




1936 




2 


2 


1 


H 


-CH 2 -N-0-^° 



2 0 4 
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Table 1.177 



Compd. 
No. 




k 


m 


n chirality 


R 3 


q4 

(CH^p | (CH 2 )^-Q-R 6 
R 5 


1937 


(CHaJjCH-^^-CMj- 


2 


2 


1 


H 




1938 




2 


2 


1 


H 


Br 


1939 


HjCO-^-CHa- 


2 


2 


1 


H 


~ cH?_ jr c> "w~ cH3 


1940 




2 


2 


1 


H 


Br 

-CHr-JJ-o-Q-CHg 


1941 


F 


2 


2 


1 


H 


-CHs-M-C-^J-CHa 


1942 




2 


2 


1 


H 




1943 


/ \ 
0-V/-CHS- 


2 


2 


1 


H 




1944 




2 


2 


1 


H 




1 s*¥0 


t_» r+cx—L. \ t j _ 


O 

£. 




I 


M 

n 


-CHi-N-C-^J-CHs 


1946 


tVXHg-^y-CHf 


2 


2 


1 


H 




1947 




2 


2 


1 


H 





2 0 5 
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Table 1.178 



C °f3!, Pd " r^ CH2 ^T k m n chirality 



-iCH2)p|^(CH 2 )^G-R 6 



1948 



1949 



1955 



1957 



1958 



CHi- 

.CHg 



HsO-^y-CH,- 



2 2 1 



2 2 1 



1950 OjN-^^-CHsr 2 2 1 

1951 H»o-£^-CHa- 2 2 1 

1952 en-^^-av- 2 2 1 

1953 HsCO-^^-CHa- 2.2 1 

1954 ^-Q-CH*- 2 2 1 




2 2 1 



1956 HO-^^-CMi- 2 2 1 



f 2 2 1 



^-^-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



Br 



H 



— CHj-N-C— f J-CH 



-CH 2 -N-C~^-CH 3 



— CH 2 -N- 



9 



Br 



CH, 



.Br 



CH, 



— CH 2 -N-< 
H 



-CHr! 





— CH^-N-C 



irk^ 

-CH 2 -N-C-C5~F 
? 



H 




2 0 6 
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Table 1.179 



C( ito Pd " r^ (CH2 ^T k m n chirality R 3 



1959 HjCS-£^-CHr 2 2 1 



1960 KjCCHsf-Q-CH,- 2 2 1 



1961 



1962 



1963 



1964 



Hs' 




2 2 1 



2 2 1 



2 2 1 



2 1 



1965 HsO-^J-CH*- 2 2 1 



1966 (CHj^cH-^^-CHr 2 2 1 



1967 Br-^^-CHy- 2 2 1 

1968 HjCO-Q-CH*- 2 2 1 



1969 HO-Q-CHjr 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— CH 2 -N- 



— CH 2 -N- 
H 




-CH 2 -N^-^-F 
-CHi-N-O-C^-F 



-CH 2 - 



— CH 2 - 





— CH*H 




2 0 7 
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Table 1.180 



Compd. R V^CH,)r 
No. Br 1 



k m n chirality FP 



-(CH 2 ) ? t(CH 2 )q-G-R 6 
R 5 



1970 



1971 



1979 



1980 



2 2 



CH^ 2 2 



1 972 HjCS-^^-CH*- 2 2 



1973 HsCCHi-^^-CH^- 2 2 



1974 H3C<^^- 2 2 



1975 ^W-^^CHjr- 2 2 

1 976 HaO-Q-CHi- 2 2 

1977 NO-^^-CHsr 2 2 



1978 <cH^H-£^-CHa- 2 2 



CH*- 2 2 



CHg- 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 




-CH 2 -N-C 



-CH 2 -M-C-<^J 

Hi 

H2N 

— CH 2 N- 

H2N 
H2N 



2 0 8 
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Table 1.181 



Compd. 
No. 




k 


m 


n chirality 


R 3 


~<CH 2 )^CH 2 i r G-R 6 


1981 




2 


2 


1 


H 


9 *-£ 

KzN 


1982 




2 


2 


1 


H 


-CHf-N-O-^-F 
HjN 


1983 


CCHjljC H-^^-CH,- 


2 


2 


1 


H 


-CHa-M-O-^-F 


1984 


JC—..V 


2 


2 


1 


H 


-CH^-phO-^) 
HzN 


1985 


H 3 CO ~V_/~" CH5r 


2 


2 


1 


H 


H2N 


1986 


HO-^y-CHi- 


2 


2 


1 


H 


9 


1987 




2 


2 


1 


H 


? w" 


1988 




2 


2 


1 


H 


-cHj-jj-o-p 

HgH 


1989 


HjCa-^VcHj- 


2 


2 


1 


H 


— CH-f-N-O-f > 
H 


1990 


HiCCHj-^-CHj- 


2 


2 


1 


H 




1991 




2 


2 


1 


H 


-CHa-H-i^ 



2 0 9 ffiSE^F 2000-3070981 
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Table 


1.182 












Compel 
No. 


• ^ v/ru v— 


k 


m 


n chirality 


R 3 


-(CH 2 )p+^(CH 2 > r G R 6 


1992 


H3C \_/ CH ^~ 


2 


2 


1 


H 




1993 


0 2 N-( == )-CH z - 

5 ? 


2 


2 


1 


H 


H 


1994 




2 


2 


1 


H 




1995 


nc ~£!^~ ch *"" 


2 


2 


1 


H 




1996 


(CH a ) 2 CH-/ = V-CHy- 


2 


2 


1 


H 


2 H >«/ 
HjN 


1997 


HaC-4 ^— CH-r- 


2 


2 


1 


H 


— CH*-N-C— ^""^ 
H2N 


1998 




2 


2 


1 


H 


~~ CH a~|^' 0 ~\ 7 


1999 


HsCO-^V-OU- 


2 


2 


1 


H 




2000 




2 


2 


1 


H 


H 


2001 




2 


2 


1 


H 




2002 




2 


2 


1 


H 





2 10 
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Table 1.183 



-{GHzJpf-CCHaj^-Q-R 6 
B* 



2003 



(^3~ CH <- 2 2 1 



2004 HjCS-C^-CH*- 2 2 1 



2005 HjCCHa-^-CKr 2 2 1 



2006 H,0^^- 2 2 1 



2007 OaN-^^-CHa- 2 2 1 

2008 MaC-^^-CHr- 2 2 1 

2009 NO-^^-CHa- 2 2 1 



2010 CCHAPM-Q-CHa- 2 2 1 



2011 I* 




2 2 1 



HsC 



2012 



Bi-Q^-CH,- 2 2 



2013 HaCO-£^-CH*- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




H 



— CH 




9 



9 



— CH^-N-C 




H 



-CH a -l 




x H 




9 



2 11 
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^nS* 1 " r^ 0 " 2 *" lc m n chirality R 3 -(CHa^tCHgJ^-Q-R 6 



2014 


HO-£^-CHj- 


2 


2 


1 


H 




2015 




2 


2 


1 


H 




2016 




2 


2 


1 


H 


-ch 2 -k-c-^^-o 


2017 


HjCS-Q-CHa- 


2 


2 


1 


H 




2018 




2 


2 


1 


H 




2019 




2 


2 


1 - 


H 




•2020 




2 


2 


1 


H 


-CHr-N-o-^^-a 


2021 




2 


2 


1 


H 




2022 




2 


2 


1 


H 


-CHi-N-c-^J-a 


2023 


NO-^^-CH*- 


2 


2 


1 


H 


-CHr-N-o-(^-a 


2024 


CCttjjjCH-^-CMj- 


2 


2 


1 


H 





2 12 



miE# 2000-3070981 



4$^ 1 1—220864 



[0 2 8 5] 
Tabl 1.185 



^hS*' r^ 0 " 2 *" k m n chiralily R* ^CH 2 )^CH 2 ) ;r G-R 6 



2030 



2031 




2025 HaC-^j^CH*- 2 2 1 H 




2026 2 2 1 - H -cHa-r^ 



2027 Br-^^-CHf- 2 2 1 H -CHs-N-o-^ 

HjN 

2028 HsCO^^-CH,- 2 2 1 - H ~ CHjr K^ H ^^ 

2029 HO-^^-CHa- 2 2 1 h -o^n-o-h^^ 
f^C^" 0 **" 2 2 1- H -CHa-M-o-^^ 



(^' a ^* 2 2 1 H -CHr-N-O-^^ 

2032 ^^^" CH< ~ 2 2 1 H -CHi-ft-o-^T 

HjN 

2033 HsO-^^OIf- 2 2 1- H ~ CHr "H 

kf 

2034 QzN-Q-CHj- 2 2 1 - H -CHi-N-O-^^ 

2035 HsO-Q-CH*- 2 2 1 H -CHg-Jo-^ 

HjN , 



2 13 
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[0 2 8 6] 



Table 1.186 



k m n chirality R 3 



-(CHaJ^-WCHaJ^G-R 6 
R 



2036 NO-Q-CHy- 2 2 1 



2037 



2038 



2041 



2043 



2044 



2045 



2046 



CH 4 - 2 2 1 



2 2 1 



2039 HiC-^^-CHa- 2 2 1 

2040 HaO-^^-CHr- 12 0 R 



HaO-^-CHj- 12 0 R 



2042 HjOH^-CHa- 



12 0 R 



HsO-Q-CHr- 12 0 

CH, 
CH, 



12 0 R 



-CHf- 12 0 R 



-CHj- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



HzN 



HaN 



-CH^rjf-c-fC] 



CN 



—Oiz-H- 



99H 

g.C-CH-Q 



H3C 



2 14 
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Table 1.187 
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Table 1.188 



Compd. 
No. 




k 


m 


n chirality 


R 3 




2058 


<>CH^ 


2 


2 


1 


H 


-CHr-N-C-Q-F 
H 2 N 


2059 




2 


2 


1 


H 


HjN 


2060 


HjCO-^VcH*- 


2 


2 


1 


H 




2061 




2 


2 


1 


H 


H 2 N 


2062 




2 


2 


1 


H 




2063 


H3CO 


2 


2 


1 


H 




2064 




2 


2 


1 


H 




2065 


M»CCHzQ 


2 


2 


1 


H 




2066 




2 


2 


1 


H 


1? 

HjN 


2067 




2 


2 


1 


H 


HjN 


2068 




2 


2 


1 


H 
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Table 1.189 
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[0 2 9 0] 
Table i.1 90 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-(CHaJfl-iCHaJ^G-R 6 
R s 


2080 


HjCO-^-C**,- 


2 


2 


1 


- 


H 


-CHj-N-C-^J-F 
HjN 


2081 


HO^^-CHz- 


2 


2 


1 


- 


H 


P if 
-CH^N-O-^J-F 


2082 


OH 


2 


2 


1 


- 


H 




2083 


HO-Q-CHa- 


1 


2 


0 


R 


H 


HzN 


2084 


HO-\~J-CHg- 


1 


2 


0 


R 


H 






HjCO 














2085 


HjCO-^-CHs- 


1 


2 


0 


R 


H 


H2IM 


2086 




1 


2 


0 


R 


H 


H2N 


2087 


(HjCJjft-^^-CKf- 


1 


2 


0 


R 


H 




2088 




1 


2 


0 


R 


H 


HjN 


2089 




1 


2 


0 


R 


H 




2090 




1 


2 


0 


R 


H 


9 -F* 



2 18 
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Table 1.191 



^f* 3 - p^MCH^ k m n chirality 



R 3 -(CHaJpf-CCH^-R 6 
R 5 



2091 a-^^-CHa- 2 2 1 

2092 a-^^-CHsr 2 2 1 

2093 a-^^-CH*- 2 2 1 

2094 a-^y-CHi- 2 2 1 

2095 CI-Q^-CHjf 2 . 2 1 

2096 a-^^CH^ 2 2 1 

2097 a-^^-CH*- 2 2 1 

2098 Ct-^^-CHs- 2 2 1 

2099 a-^^-CHjr 2 2 1 



2100 



a-£^-CH*- 2 2 



2101 a-^^-CHa- 2 2 1 



H 



H 



H 



K 



H 



H 



H 



HzChfa 



GHaCHgSCHs 



— CH-N-O 

r V- 



HaCHa 



CH2CH2CH3 

o 



CH2CH3 



2 19 



ffiM# 2000-3070981 



#3* i 1—220864 



[0 2 9 2] 
Tabl 1.192 



CO tJ2> Pd ' R^ CH2) i" k m n cWralHy R 3 ^CH 2 ) ? ?-(CH 2 k r G-R 6 



2102 



H3C1 

2110 



2111 



No. Pr ' — " ^"zvfe 

O-Q-CHj- 2 2 1 H -f*Mt°<J „ 



CH 

HsCKa 



HaCM, 



2103 O-^jj-CHf- 2 2 1 - H -fTT 6 "^? 

2104 O-Q-CHa- 2 2 1 H -ch^-c-^J 

^— ' CHjCHrC-oCHa 

O fl 

2105 c \S~ ch *~ 2 2 1 

^-CHa- 2 2 1 - H -CHz "h 



2106 



2107 Rs Q^ch 2 - 2 2 1 - H _CH2 " H 



H 2 N 
P 




2106 rW-^ 2 2 1 - H _CH ^ 



HjN 

? 




H 2 N 



CH 3 

2109 8K j^_cH sr 2 2 1 H -CHa-f 

"^X^-CHa- 2 2 1 H -cx*-N- 




H 

H2N 



H2N 



cJ^CH*- 2 2 1- H -«^J|^^ 

H 2 N 

21 12 HgCO^^CH*- 2 2 1 H -CH^J|^-^^-F 

Ha CO H*N 



2 2 0 
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Tabl 1.193 



°N? d * Ra^ CHz ^- k m n chirallty R 3 -(CHaJ^CHaJ^KS-n 
H3C^^-CH^ 2 2 1 - H -CHa-fJ-O-^-F 



2113 




2119 



2120 D /~ I \~ J _ 12 0 R H 






P 




2114 u.ft_r = \-a v . 2 2 1 H _CH * h 

HeN 

m P PCH2PH3 

2115 a-Q-CH/- 2 2 1 H -ch-n-c-£3 

CHfCHgfe 

2116 Ci-Q-CHsr 2 2 1 H ~f^N~°~{3 

CH(CH3)CH2CH3 

2117 a-^^-CHa- 2 2 1 H "I**!?" 




2118 HO-O-CH*- 12 0 R H -CH^-N- 



HO^CH^ 1 2 0 R H -ch^Sh^ 



-CHj-M-O-^) 

o-^ch^ 1 2 0 R H -ch^m-L^ 



HzN 

2121 i*v_/"^_«,_ 1 2 0 R H -CHs-! 



2122 



2123 °~\ y-CMj- 12 0 .R H -C«. M 

NO z H2N 



p 




2 2 1 



mH4t 2000-3070981 



#5£ i 1-220864 



[0 2 9 4] 
Table 1.194 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


-(CHaJ^CHaJq-Q-R* 


2124 




1 


2 


0 


R 


H 


HfN 


2125 


V2'5 


1 


2 


0 


R 


H 


-CH2-N-O-0 


2126 


HsC-Q-cH.,- 


1 


2 


0 


R 


H 


HaN 


2127 




1 


2 


0 


R 


H 


-CH^-M-O-p 


2128 


H2N_ 
HjCO-^^-CH^- 


1 


2 


0 


R 


H 




2129 


M.N 

HaO-^^-CHa- 


1 


2 


0 


R 


H 


n P^3 


2130 




2 


2 


1 


- 


H 


H^N 


2131 


CH, 


2 


2 


1 


- 


H 




2132 




1 


2 


0 


R 


H 




2133 


ci-Q-chj- 


1 


2 


0 


R 


H 




2134 




1 


2 


0 


R 


H 





2 2 2 
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[0 2 9 5] 
Tabl 1.195 



Compd* 
No. 




k 


m 


n chirality 


R 3 


"(CHajitCHzJ^-G-R 6 
R 5 


2135 


KjCO-^^-CHj- 


1 


2 


0 R 


H 


-CH^Kj-C-Q 


2136 




1 


2 


0 R 


H 


HgH ■ 


2137 




1 


2 


0 R 


H 




2138 


CH, 


1 


2 


0 R 


H 


-CH.-N-O-0 


2139 


CH 3 


1 


2 


0 R 


H 


H2N 


2140 




2 


2 


1 


H 




2141 


14. SJ 


2 


2 


1 


H 




2142 




2 


2 


1 


H 


H2N 


2143 


HN^-CHs 


2 


2 


1 


H 




2144 


H»co-^-CH r 


2 


2 


1 


H 


H2N 


2145 


HO-^^-CH*- 


2 


2 


1 


H 





2 2 3 
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Tabl 1.196 



Compel. 
No. 


|£x cH 2>r 


k 


m 


n 


chirality 


R 3 


-(CHafctiCHgJ^-G-R 6 
R 5 


2146 


NH 2 


2 


2 


1 


- 


H 


Cf*3 

H a N 


2147 


H3C-O-NH 
H,CO-Q-CH*- 


2 


2 


1 


- 


H 




2148 


9 

HjC-C-NH 

HO-^^-CHsr 


2 


2 


1 


- 


H 


ftfeN 


2149 




1 


2 


0 


R 


H 


CF3 


2150 


Q 

HjO-C-NH 


1 


2 


0 


R 


H 




2151 


Q 


1 


2 


0 


n 


H 




2152 


Q 


1 


2 


0 


R 


H 


CPg 

- cH *-pr°~0 


2153 


H3OC-NH 

HaC-Q-CHsr 


1 


2 


0 


R 


H 


-CHa-N-O-^J 
HaN 


2154 


9 

H30-0-NH 


2 


2 


1 




H 


-CHj-N-O-^} 
HaN 


2155 


9 

H30-C-NH 

ho-^^-cht 


2 


2 


1 




H 


-CHa-N-S-^ 1 
HaN 


2156 


6-Q-ch,- 

HHg-CHs 


2 


2 


1 




H 


-CHa-N-Q-^^ 
HaN 



2 2 4 
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Tabl 1.197 



Compd. 
No. 


^>iCH 2 V- 


k 


m 


n chirality 


R 3 


-(CHa^CCH^-R 6 


2157 


CH-i 


1 


2 


0 R 


H 




2158 




1 


2 


0 R 


H 


~ cHa_ S"°~f3 


2159 


1 Lf* Mil 

HsCO-Q-CHi- 


2 


2 


1 


H 


p / 


2160 


HO-^J-CHi- 


2 


2 


1 


H 


p J 5 


2161 




2 


2 


1 


H 


HgN 


2162 


IIP ftM 1 


2 


2 


1 


H 


H2N 


2163 


14-O-NH 

HO-£^-CH*- 


2 


2 


1 


H 




2164 




1 


2 


0 R 


H 


H2N 


2165 


H 


1 


2 


0 K 


H 




2166 




1 


2 


0 R 


H 


H2N 


2167 




1 


2 


0 R 


H 





2 2 5 
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Table 1.198 
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Table 1.199 



Compd. 
No. 




k 


m 


n 


chirality 


R 3 


□4 

R 5 




Q 


i 

1 




o 

u 


K 


H 


i a « ^> §w 

HzN 


2180 


d-^_^-<CHjte- 


1 


2 


0 


R 


H 




2181 




1 


2 


0 


R 


H 




2182 




1 


2 


0 


R 


H 


hfeN 


2183 




1 


2 


0 


R 


H 


HgN 


2184 


fVv 


2 


2 


1 




H 




2185 




2 


2 


1 




H 




2186 


H 


2 


2 


1 




H 




2187 


HO-y^-CHj- 


1 


2 


0 


R 


H 




2188 




2 


2 


1 




H 


-CHs-K-O-p 


2189 




1 


2 


0 


R 


H 


-CMr-N-o-p 



2 2 7 
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Table 1.200 



Compd. 
No. 




k 


m 


n 


chirality 


R» 


-(CHaJ^iCHa^-R^ 


2190 




2 


2 


1 


- 


H 


H 2 N 


2191 




2 


2 


1 


- 


H 


-CH^N-C-^J 
HzN 


2192 




2 


2 


1 


- 


H 


HjN 


2193 




2 


2 


1 


- 


H 


Hgti ' 


2194 


H2N_ 

HaO-Q-CHi- 


2 


2 


1 


- 


H 




2195 




2 


2 


1 


- 


H 


-CHa-N-C-^J 

H2N 


2196 


H3C-I* 


1 


2 


0 


R 


H 


HjN 


2197 


HsCO-^J-CH*- 


1 


2 


0 


R 


H 


-CH*-M-0-£5 
HgN 


2198 


(4.P-MH 

0— v 


1 


2 


0 


R 


H 


HjN 


2199 




2 


2 


1 




H 




2200 




2 


2 


1 




H 





2 2 8 
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Table 1.201 



Ct JJJ 3d " p^X CH 2>T k m n chirality R 3 ~(CH 2 ) F |^(CH 2 )5-G-R« 



^^^_afe_ 2 2 1 - H -ch.-jX^f 

V -' HaN 
2203 O^^-CHj- 2 2 1 H -CH?"!*^ 



2201 



2202 




2204 n.TU,^ 2 2 1 H 





2206 2 2 1 H 





2208 ^rt.^- 2 2 1 - H 




2205 2 2 1 - H -CHz- H 



1? 




.CF 3 



2207 ^r^iT^^- 2 2 1 H -CH. 




H 



- o- 

HaN 



2209 ^TVchj. 2 2 1 - H ~* ^ 




[0 3 0 2] 



2 2 9 
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[0 3 0 3] 

se>ic. ^DUBtcfc^rte. MZ-ttHVfti- (4-?nn/<>^» - l- 
*^jv-4 - [ {N- (3-h«J7^D^fM>y>f^) ^'Ji/;H T^y 

bf;K n-^;K n-^>^;K n-^^K n-/\^;K n-^-^^;i/ 

„ >ry^DbT;K >TV^;K sec-^;K tert-^;i/, -fyo^ 

# > £ 5 d h £ £ „ 
[0 3 0 4] 

[0 3 0 5] 

-hS35£ (I) T'^fcStlS'ft^li. SMW0 9 9 2 5 6 8 6f;07l^ 

(§ei*£i) 
Tia^: (ii) 

[0 3 0 6] 



[ft:3] 




2 3 0 



ffiSE# 2000-3070981 



11—220864 

[0 3 0 7] 

R 1 , R 2 > R 3 , k. m, fcj:tfnte. ±IS^ (I) \Z&WZ>*fr 

Tf*t)S*i*ft^*l3Ii:, TSB5S (III) 
[0 3 0 8] 

[ffc4] 

O R 4 
HO-C-(CH2) p — |— (CH2)q-G-R 6 (HI) 
R 5 

[0 3 0 9] 

C^*, r 4 , r 5 , r 6 , g. p. fcit^qii, _hiB^: (i) icfctfs-eti-eri 

[0 3 10] 

JtflB* (in) «t>S*i**^3K>»© rs/Stt«##j Mjttfg&A 

[0 3 11] 

ifr/i/jffSM^ K (dcc) „ n-x^;v-n- (3 -^>^;vr^ 7^nkf;i/) 
a^sKSM^ K (EDCiifeawsc) , ^ (cdi 

K N-tKDdp^t^i/>-f$K (HOSu) , N-t Kn^i/^O^/hyr 

(hob t ) , ^>^MJ7i/-^-i—f^t*S'hy^ (trnu^y 

/i^X/fJ— ^A = ^\^ri^^;i/^n^^7 h (PyBOP) „ 2- (1H 

-^>!/hU7!/-^-i-H^ -l, i, 3, 3 -^h^ ^^-jvuu—u 

A = A^t7MD^7i-h (HBTU) , 2- (1 H-^>l/h'J7 !/— 

;b- i --r;i/) - 1 , i, 3, 3 -9- t^-jvv u — V <u = 9- h^yjiJrutf 



2 3 1 
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s 

V- h (TBTU) , 2- (5-y;i//K;i/^>- 2, 3 - ViifriS* W ^ K) 
-1, 1, 3, 3 -Tr nntfA^ h57;i/^D3Kl/- h (TNT 

u) . o- (N-^^e/^^ -l, i, 3, 3 -9- h-7*^-;i/^n-^A 
=^h^7;i/^-n7Ki/- h (tstu) , ^n^hvx (tfnu^y) ^x^- 

^ = AWMnta7i-h (PyBroP) il*©$S^ ; mM* V V 

tfVX*U>. /KU (4 -Ifn/l/fcTy 

(SOI8i2) 
TiB3; (IV) 
[0 3 12] 

lit 5] 
R v 

>— (CH^ — X (IV) 
R 2 

[0 3 13] 

T-&t>tsm>Tfi*Mt&mim&£, tib^ (v) 

[0 3 14] 



2 3 2 



ffilEft 2000-3070981 



[ft 6] 



i 1—220864 



/ CH 2>*\ O R 4 

HN /-(CH^-N-C-fCH^— f- (CH2) q -G-R 6 (V) 
W/ R 3 R 5 



[0 3 15] 

, R 3 , R 4 . R 5 , R 6 . G, k, m, n, p, ^3<fctJfqtt, _t|B5£ (I) 
T*^fc>£*i£ffc1^0. l~103I&iMT, ££te^&#&TCMJ££-fr 
[0 3 16] 

[0 3 17] 

_fcfB5£ (iv) leaser, xtiy\ny>M^, r;i/=¥;i/^;i/^-;i/^-^i/^ y 

(§§3t&3) 
TIB^: (VI) 
[0 3 18] 



2 3 3 



ffiMf£ 2000-3 0 70981 



i 1—220864 

f .1 

[ft 7] 
R 1 

>— (CH^-CHO (VI) 
R 2 

[0 3 19] 

[^cf, R^^tfR 2 ^ -tiB5£ (I) lCfe^€>^tl^n©^«ill^CT^*J, 
j ttl 3; fete 2 Sr^fc-To ] 
(VII) 

R 1 -CHO (VII) 

D£cfJ. R 1 ^, _tfB5£ (I) ICiSttSR^^^DT'&y. j&0$:^fci- 
T'^fc^tt&T^fc: Ki _tfa^; (V) ^fr^ti-Sftil-^o. i~i 

[0 3 2 0] 

-«K:»7fittTS7ftjRj£fciiftf*u i§7t;#:#h LTte. 

^ift'Jf^AT^^-fA, *i}ift*?iSi^h U A, i/T^*^bJ}N^ 
0^ h V h U Tiz >>?Ki!ift*?iSi-*- h U Afc£©*&**ft#i3 J: 

(VIII) 
[0 3 2 1] 

[ft 8] 

R 1 ^(CH^. o R 4 

>— (CH^-N )— (C^n-N-C-CC^— |— (CH^-NH (VHI) 

R 2 (CiW R 3 R 5 R 7 

[0 3 2 2] 



2 3 4 



£B!E4# 2000-3070981 



1 1-220864 

•I > 

[5£#. R 1 , R 2 , R 3 . R 4 R 5 . R 7 , j. k, m, n, p, ^J:^qtt, ± 

TIB^; (ix) 

HO-A-R 6 (IX) 

C^^, R 6 tt. _tiE3; (I) icfctt3R 6 ©)gg^|i?CT*&iL A«#;i/jtf^;i, 

•vmt>2nz>uns#>m£t~i**)v*>m. *fctt*ti£©MJS;ft§§^#o. 1 

[0 3 2 3] 
[0 3 2 4] 

frfr&Ki&m ±mmmmi nmm<DBt&m* m&m $.t=.i*m.mzm%:m^ 

Z> z. h \z «fc y „ «fc »j Bmic*f|#$ -fr 5 r £ #t? £ -£>„ 
(§SJtSjS) 

J:»« (vin) ■e^awft^iiigii:, rss^; (x) 

Z = C = N-R 6 (X) 
(8Bt*£ 6 ) 

Tm& (xi) 

[0 3 2 5] 



2 3 5 
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[ft 9] 



R 1 ^(CH^. o R 4 

>— (CH 2 )j-N )— (CHzJn-N-C-CCHiV— |— (CH 2 ) q -A-OH ( XI ) 

R 2 (CH^ 7 R 3 R 5 

[0 3 2 6] 

R 1 , R 2 . R 3 . R 4 , R 5 . j, k, nu n, p. fcJctfqli, _tfB5£ 

JVMZmtD?. ] 
• T*^fo3*l&ftl^lM§*i:. TEA (XII) 
R 6 -NH 2 (XII) 

D^tfJ, R 6 ». _tf35£ (I) lZ&WZ>R 6 <Dfemt.mVT*3b2>o 1 

T*mt>znz>T$y o. i~iom Mmmr^t^itmm^riz^^ 

[0 3 2 7] 

*^s&j£fcju ±mmmmi £mm<DW.*m> m^m. &t^*m.mitm%:m^ 

[0 3 2 8] 

_tiBglS£&i~6K;J3v^ #£/&tc#rr5*fC#> -jmc^^ftSMcfc 
[0 3 2 9] 

2> 3 £ ic £ o T z: t % s „ 

[0 3 3 0] 



2 3 6 



ffiSE# 2000-3070981 
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[0 3 3 1 ] 

oTc~iooTc©iiT*fes. mft&mm. mm&fa 

, ee^-rs-tiaa; (i) T*fcs*i**Rr3>tt^fcMurr*£fc#Ts 

[0 3 3 2] 
[H&8I] 

ik'&mztf-Ztlfcikism^ (C omp d. No. ) Tab lei. 1 — 1 

.201 iz&^Tftmtt&fcwt \sTm?fcit&m\ztf&fttz.ik&m& j % (c o 

mpd. No. ) £2>fjSl/TV^ 0 
[0 3 3 3] 

1 ] (R) -1- (4-»Dn^>'») -3- [ {N- (3, 4 

#^©ffc-£*&ttWO 9 9 2 5 6 8 6W7l/«y MB^©g?5£££lC J: U 

Mimt##6 9co (R) -1- (4-^nn^>^;p) - 3- [ 
{N- (3, 4 -^7;v^-n^>y>f;i/) r^y] tra u ^>teJ£*T 

[0 3 3 4] 
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1 ) 3-7^7-1- (4 -ZuwOVfr) fcfn U • zU&^jfc 
4-^DD^>^l/^DU K (4. 15g, 2 5, 8mmo 1) t'Pr^E 

t (6. 67g, 5 1. 6mmo 1 ) 3 - { (tert - "f V 3p *>;ft;i/>tf — 
74^} tf D U ^> (4. 8 1 g, 2 5. 8 mmo 1 ) 0DMFM (5 0 

fc» (CH 3 CN, 5 OmL) tC«t »J Slfti^S 3 - { (tert-^h 

3f£/:ft;i//K~;i/) r^y} -1- (4-^dd^>^) trny^> (6. 4 3 

g, 8 0%) ?:f 0fi@fti:LT#fc : X H NMR(CDC1 3 , 300 MHz) 5 1.37 (s, 9 
H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H) , 2.5-2.7 (■, 2 H) , 2.83 (br, 1 H 
), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H) , 4.9-5.1 (br, 1 H) , 7.15-7.35 (br, 4 
H) ; ^liRPLC/MST*^«?)fe(98%); ESI /MS m/e 311.0 (M + +H, C 16 H 24 C1N 2 0 2 ) 
3- { (t e r t -zfV^i/jlJliS—JV) T ^ J) -1- 
/I) tfnU^> (6. 3 8g, 2 0. 5 mmo 1 ) ©CH 3 OH (8 0 mL) ^ 
MlClN HCl-Et 2 0 (lOOmL) fcflUX.. 2 5 TC T* 1 5 B£|Sj£# V tc 
. JSjB&mjEETfcBtefeU (1:2 CH3OH-CH3CN, 

13 OmL) T^Sg-TSZliltCcfc 3 ~74 j-i- 

tfnu • n&mm. (4. 93 gg, 8 5%) *&&f&mt:VTmf=L hm 

R (d 6 -DMS0, 300 MHz) 8 3.15 (br, 1 H) , 3.3-3.75 (br-m, 4 H) , 3.9 (br, 1 
H), 4.05 (br, 1 H) , 4.44 (br, 1 H) , 4.54 (br, 1 H) , 7.5-7.7 (a, 4 H) , 8. 
45 (br, 1 H), 8.60 (br, 1 H) ; jSa&^teRPLC/MST^&fc (>99%) ; ESI/MS m/e 21 
1.0 (M + +H, C n H 16 ClN 2 ) 

(R) - 3-74 J - i - (4 -?uw<>p)i>) ifou 

(S) -3-747-1- (4-^Dn^^l/) hfn^>-Z2i&^& 
[0 3 3 5] 

2) (R) - 3- { (N-tert-^h^p->^-;i/) ^U^;!/} 7 4 

y - i - (4-^pd/<>^) tfnus?:/ 

(R) - 3 -74 j — trn y *Jy • (4 
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#■ 

. 5 4 g, 16. Ommo 1) , 2N NaOH^t (8 OmL) , &<fctf. W 

(8 omL) a>m^m*mwi>. mmm^mi^ y^m^nm^* ( 

80mLx2) t'iUJUc. MmM*&iD&^Xmtm&± h V At'KE it 
il> IjStSIiltCj: *J5ilSl0 (R) - 3 - T ^ J - I - (4-^DD^>^ 
) ¥UV*?y (3. 3 5 g, 9 9%) £#£ 0 
[0 3 3 6] 

(R) -3-T^y-l- (4 — ^ Dn^>^) tfnU^> (3. 35g, 
1 6mmo 1 ) 0CH 2 C 1 2 (8 0 mL) *§?£tC. Et g N (2. 5mL, 17 
. 6mmol), N-tert-^h^>>W-^^» (2. 7 9 g, 1 
6. Ommol), EDCI (3. 07g, 16. Ommol) ;J3<fctfHOBt 

(i2. i6g, 1 6mmo i) ^ta^ e Rf^M^m^2 5x:x^ i 6mmmn 

LfcgL 2N NaOHM (8 OmL) &#llx.fc„ mWLM*ftMV, tKM^V 
?UU**yVmmVfc (1 0 OmLx 3) . W$Uf£&;fcH±T* (1 0 OmL 
x2) Hi&m.7k (1 OOmL) T*&c&V. jfc*i(l»t 9A"e«j|, »ifi, ^ 
*gLfc„ *7A?D7K77^ - (Si0 2 , Mx^;b) ICJ:U. glft^f 
2> (R) -3- {N - (t e r t h -JV) Wi/fl,} 

- (4-^an/<>^) (5. 4 0g, 9 2%) *mtc 0 

[0 3 3 7] 

3) (R) - l- (4 -^unKz/p)v) -3- (yj->;i/7^;) fcfau 

(R) - 3- {N — (tert-yh^fi/W-^/) ^'j^^} T ^ 7 — 1 

- (4-*ni3'<>2?/l/) tTnU^> (5. 3 9g, 14. 7mmol) (D*# 
J—JV (6 OmL) $§?f)ClC* 4N HC 1 ( 3 8 mL) ?5l8e&fln;*.£: 

- ^©»««:M-e2«fBg«ffL/fc. SJfcM^&igl&BU 2N NaOHM 
(8 OmL) £flll;t7c 0 i^I&^an^^> (8 OmLx 3) T'fftmU «l 

- (Si0 2 , AcOEt/EtOH/Et 3 N=90/5/5) lC«fc»J, (R) 

- 3 - (^y t/;i/T^ J) - i - (4-7DD^>i/» i^n >j ^> (3. 37 

4 g, 8 6%) £#7c : *H NMR (CDCI3, 270 MHz) 6 1.77 (dd, J = 1.3^3^^ 
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6.9 Hz, 1 H), 2.20-3.39 (i, 2 H) , 2.53 (dd, J = 3.3 £ J: t*9.6 Hz, 1 H) , 2 
.62 (dd, J = 6.6£<ktf9.6 Hz, 1 H) , 2.78-2.87 (m, 1 H), 3.31 (s, 2 H) , 3 
,57(s, 2 H), 4.38-4. 53 (br, 1 H) , 7.18-7.32 (m, 4 H) , 7.39(br, s, 1 H) 

4) (R) -1- (4-^DD^<>^) -3- [ {N — (3, 
*W<>)/4)\s) #Vi/M T$J] gO_Ujg> (M^69) 
3, A—vyjiTtwoy^/i/truv K (o. 0 6 0mmoi) o^nn^ 

J±mWl (0. 4mL) (R) -1- ( 4 - Z U U -3- (^'J^ 

JVY^J) \fUVZ?> (0. 0 5 0mmol) h b 'Jxf ;i/7 5> (0. 070 
mm o 1 ) 0^nDtWI/A (1. OmL) i§?£lC#n*_£: 0 Z.(DfcJ&m&®l : &^m. 
T*2. 5mmM&lst~^ (T$J*?-Jl)tfVX?-U>ffim(l. 04mmo 
1/g, 5 0mg, 5 0mmol) ZMZ.. M^Ifitl 2HWlfc. 
jS^M^^Stiib, ii$:^nn^^> (0. 5mL) T*Sfc?£bfc 0 
ift?£i:£-£fc>i2\ P?UU**Z/ (4mL) SritJ*. NaOH#j§ 
?g (0. 5mL) ICT&*£U ftJi-rSifcJCJ:*;, (R) -1- (4-*nn 

/<>^) - 3- [ {n- (3, A-vyfyjrwiyvj As) yvt/M r^J 

] \*UV&> (ft^*##6 9) (7. 8mg, 38%) :MSttRPL 

C/MST^«)fc (>9 9%) ; ESI /MS m/e 408.0 (M + +H, C 20 H 20 C1F 2 N 3 0 2 ) 

\M$&m 1 ] x*-»3r$/>K:i: >J!SiBSn&CCR3%^iWIB(P«|iai^3t7^/ 
t/ $ AiiJg_h# Kl fr^ 5 ««Hb^4iF CP ffi» IB CP 

CCR3 l/t7"^-$:^lTMtSK5 6 2iJ|g5:ffl^ ffimft*>)Vis 

[0 3 3 8] 

CCR3»5 6 2mM* 1 OmM HE PE S^tHBS S^lC^Mb 

, 3 7*CICT 3 0#fSW >^fa/<- h Lfeo rtl5:3 4 0nmi:3 8 0nmTi 
jgU 3 4 0/3 8 Oit$: ; E-^--rez:i:lC<fc*J, *BJ»l*#/l/$/ 
3£L£ 0 TxT-X bilLTfc h:n;f#3f2/> (0. 5/etg/ml) £«V\ W& 
1t&®<DmWmiii****Ss>T?MWLir& 5^-|fr{CCCR3|§^K 5 6 2ifflfl&& 
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mm (%) $r#mufc 0 

[0 3 3 9] 

Wfflm (%) = {1 - (A-B) / (C-B) } x 1 0 0 

it&m*. 10aM©^M^VnT, -£ 4x^*1 2 0 — 5 0%, 50%~80% £ 
<fctf, >8 0%©|fiWlg$:^Lfe o 



[0 3 4 0] 



i o ^Mo^gacasv^ 2 


0 


%~5 


0 




11, 15 6, 2 


3 


4, 3 


3 


0, 39 2, 424, 481, 523, 


52 5, 533, 558, 5 


6 


7, 5 


8 


2, 60 2, 613, 63 0, 64 6, 


649, 701, 738, 7 


4 


1, 7 


5 


4, 76 7, 814, 81 6, 833, 


839, 873, 90 2, 9 


0 


9, 9 


4 


5, 1002, 1159, 117 0, 1 


258, 1315, 1352 


> 


13 5 


7 


, 140 7, 141 7, 1448, 14 


72, 1504, 1508, 


1 


5 3 1 




1558, 1562, 1569, 166 


1, 167 0, 168 6, 1 


7 


1 9, 


1 


751, 1756, 1769, 1775 


, 1783, 179 7, 18 


0 


2, 1 


8 


03, 1815, 1834, 1841, 


1846, 1883, 188 


7 


, 1 8 


8 


9, 1892, 191 3, 1924, 1 


928, 1960, 2006 


» 


2 0 1 


3 


, 203 5, 205 2, 2083, 21 


13, 212 7, 213 6, 


2 


18 9 






1 0 tiMOmm^iB^X 5 


0 


%~8 


0 




i^mm^ 8 3, 115, 1 


4 


6, 1 


5 


0, 216, 294, 297, 32 2, 


40 5, 44 0, 459, 4 


6 


1, 4 


6 


6, 4 8 2, 4 8 4, 4 8 7, 4 9 0, 


492, 503, 526, 5 


2 


8, 5 


5 


0, 5 6 2, 5 7 0, 5 7 8,6 2 0, 


623, 659, 685, 6 


8 


7, 7 


0 


3, 71 6, 730, 733, 75 5, 


77 0, 85 0, 856, 8 


6 


7, 8 


7 


6, 99 8, 101 5, 1024, 12 


23, 1259, 126 7, 


1 


2 9 5 


f 


1377, 1402, 141 2, 142 



24 1 ffiSE#2 0 0 0 - 3 0 7 0 9 8 1 



1 1-220864 



0, 1 4 8 5, 1 5 1 9, 1 5 5 0, 1 5 6 0, 1 5 9 5, 1 6 0 1, 1 6 5 0 
, 1 7 0 1, 1 7 2 5, 1 7 5 4, 1 8 3 6, 1 8 5 6, 1 8 7 0, 1 9 1 2, 
1 9 2 3, 1 9 2 9, 2 0 9 5, 2 1 2 0, 2 1 3 8, 2 1 7 9 

i o fiM<ommzis^T> 8 o%<Dm.mffiz^ht^t&ys : 

4k&ty}&^ 7, 32, 68, 169, 173, 203, 209, 215, 520 
, 54 4, 5 4 7, 8 5 1, 8 5 2, 8 5 5, 8 74, 9 1 0, 1 0 0 3, 1 0 
1 2, 1 0 3 2, 1 0 3 8, 1 04 2, 1 04 3, 1 04 6, 1 1 1 4, 1 1 9 
0, 1 24 4, 1 24 7, 1 3 84, 1 4 4 1, 1 5 1 3, 1 5 2 7, 1 5 4 5 
, 1 5 8 2, 1 6 7 3, 1 6 8 7, 1 6 8 9, 1 7 0 5, 1 8 5 0, 1 8 6 9, 
1 8 7 1, 1 8 7 6, 1 8 7 7, 1 8 9 9, 2 0 2 7 

[HJ6M2] CCR3 MMMMAQi^jf^ isycDte&izM-? 5 BBW 

t hCCR 3 5 6 2mM& 'JiilfcMIII^&O. 5mg/mL[: 

&£J:-Mcy yiz>f Ay-77- (2 5 mM HEPES, pH7. 6, ImM 
CaCl 2< 5mM M g C 1 2 , 0. 5%BSA) iZfflkMVf&W ftWkffl Wit. V it 

125 I] ^thx^^^S/> (TV$/-Y^*±§g) IrliiiCi/mLtC^Sie) 
lZT>y±-( Ay 77-T*MlfeM^I8l^> K*ift£Lfc. 0. 5%BS 
A/«2gbfc9 6 ^ai;i/V-r MC, 1 ^oi;i/fefe*J^m^#l^2 

5 ji mffiVify K»«2 5 a Lv iV^lii5 0 /* Ltf»lg#&C#&LM# 
t (SlS^l OO/tL) , 2 5tt9 0^>^fa'<-Mfe o 
[0 3 4 1 ] 

U 7a^-^W*;77- (Tyt>f^77-+0. 5M NaCl 
) 1 5 0 m LT*4|@I^Lfe (WA«y77 - 15 0 a LfcitJAfcgL ^ig) 
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[0 3 4 2] 

ttHt4b£4bO>ftfc y tC#gSg|li h:n;**3f 1 0 0 n g £§S#nL£B#tf>;*j 

h&lO 0%^LT, t hx^-^^i/><^)CCR3|^H^0D^lC*f-t-g>^ 
[0 3 4 3] 

|Q$45 (%) = {1 - (A-B) / (C-B) } X 1 0 0 
(A : &mit&!%>miJQf%<Di]V> K B : hoi^-^^ri/> lOOng 

&tai%<Dijy>h. C: [ 125 I] «C3ttH h^yt9*i/><D&&misiLtir<DjtjV 
>h) 

[0 3 4 4] 

mmm&&&/£fcittmmnisTmmT*&z> B ccR3mtrL^mizm^ 
< h i v- 1 (Dmmzmw-tzftmiz&v, ^ x<Dtfnmm&£xf/$Ltci±mm 
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f 



mm: 

mm] c c r 3 &m¥-?2>&m<Dmmm% l < vt¥mmzi&m*&. 

[flu] 

R 1 / CH 2)kx o R 4 

)— (CH^-N )— (CH 2 ) n -N-C-(CH2) p — I— (CH 2 ) q -G-R 6 ( I ) 
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t 
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ai m a m m « 



[000003001) 



1 . ^H^H H 1 9 9 0 8 J! 2 8 B 



1 



ffi!E4# 2 0 0 0-3 0 



